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mWklsX, 2-T^7-5-^n^e-4- [(1, ^)V\ *f~~T 

V*—)V (Ml 9 8 (1) (Dit&m), Xt;4-^f;^t 0 ^7^y^V^TWl 9 8 

(2) ~ (4) trnm^m^f^. mm^m^m^ 

= 6 . 9 % 

(2) 2-T ^ / - A- [(1, l—i?*7'A') ^/Ul -5- 

'H-NMR (DMSO-d 6 ) : 5 1. 25 (9H, s), 2. 12 (2H, b 
r s), 2. 19 (3H, s), 2. 57 (2H, brs), 2. 72 (4H, br 
s), 6. 5 1 (2H, s). 

(3) 2-T-fer h^iX-N- {4- [(1, l-S^fvlO a^/Kl -5- (4 - 
^^vvtf-^v^- 1 — f/V) f7/- 7V-2-^f/W ^VX7 5 K 

© * * ^ JS V ^ „ 

(4) 5 -^a^e-N- {4- [(1, 1-v^^/V) ^f-J\>1 -5- (4-7^ 
As \£ is -1 — f Ay) f7^;V-2 — {M -2-t Kn^^yXT^ 

K Ofb^## 200) 

1 H — NMR (CD 3 OD) : 8 1. 41 (9H, s), 2. 55 (3H, s), 
2. 87 (4H, brs), 3. 03 (4H, brs), 6. 88 (1H, d, J 
= 8. 7Hz), 7. 49 (1H, dd, J=8. 7, 2. 7Hz), 8. 11 (1 
H, d, J = 2. 7Hz). 
M2 0 1 : ffc#4fe##2 0 1 ©^4fe©»aS 

LT, 2-7^-5-70^-4- [(1, 1-v^^/V) 3^7V] 
V— 71/ (Ml 9 8 (1) (D\Y&W)^ ~BCt$& -73:n;l/t°^7^>^fflV^XM 1 9 

8 (2) ~ (4) fcP!«©iftfP«rffV\ *»ffe;-&tt 
JRap : 6 . 9 % 

(2) 2-7^7-4- [(1, l-v^^vv) 3^/V| -5- (4-7rn^/l/t° 
^v^-l f/V) f77*^ 

1 H — NMR (CDCI3): 8 1. 34 (9H, s), 2. 80 (2H, brs), 
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3. 03 (4H, brs), 3. 55 (2H, brs), 4. 69 (2H, s), 6. 
88 (1H, t t, J = 7. 2, 1. 2Hz), 6. 95 ( 2 H, dd, J = 9. 

0, 1. 2Hz), 7. 28 (2H, dd, J = 8 . 7, 7. 2Hz). 

(3) 2-Ttb^^-5-^n ; e-N- {4- [(1, m^vl'] 
-5- (4-7^^/Vt°^^v J >'- 1 — f/V) ^7/^-2-^^} ^yX7 
5 K 

ft^4S) © * * J-ffl V > fc 0 

(4) 5-^a^E--N- {4- [(1, 1-V^5VV) rn^-yk] -5- (4~7^ 

5 K (>ft;<&&>## 201) 

1 H — NMR (DMSO-d 6 ) : 5 1. 3 9 (9H, s), 2. 97 (4H, s), 
3. 30 (4H, s), 6. 82 (1H, t, J = 7. 5Hz), 6. 97 ( 2 H, 
brs), 6. 99 (2H, t, J = 7. 5Hz), 7. 58 ( 1 H, brs), 8. 
05 (1H, d, J = 2. 4Hz), 11. 69 ( 1 H, brs), 11. 82 (1 
H, b r s). 

^2 0 2 : >fb^^## 2 0 2 (Dfc t -&%Q(DW& 

zm^xmi 95 (3) tmm(Dm^n^\ mm^m^tio 
urn ■ i 6 . o % 

mp 239 °C (dec). 

1 H — NMR (DMSO-d 6 ) : 5 7. 02 (1H, d, J=8. 4Hz), 
7. 34 (1H, t, J = 7. 6Hz), 7. 44 (2H, t, J = 7. 6Hz), 
7. 62 (1H, dd, J = 8. 4, 2. 8Hz), 7. 67 ( 1 H, s), 7. 
92 (2H, d, J = 7. 2Hz), 8. 08 (1H, d, J = 2. 8Hz), 1 

1. 88 (1H, brs), 12. 05 (1H, brs). 
m 2 0 3 : 2 0 3 (D\Y&m<DWk 

(1) {2- [(5-^n*-2-tKn^y^;V) 75/] -4-^m^ 
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MiU, 5 -^n^y ^;^m, RTF 2 -T 5 J - 4 -:7ot^A^:r ;v 
_ 5 _g^ ^f;nxf;HrMv^il9 5 (3) £|^£&©3ftfe<MTV\ MM 

)&m : 3 2 . 1 % 

mp 288. 5-229. 5°C. 

1 H — NMR (DMSO- d 6 ) : 5 3. 66 (3H, s), 3. 95 (2H, s), 

6. 99 (1H, d, J = 8. 0Hz), 7. 42 ( 1 H, d, J = 6. 0Hz), 

7. 48 (2H, brt, J = 7. 6Hz), 7. 56-7. 61 (3H, m) , 

8. 07 (1H, d, J = 2. 4Hz), 11. 85 (1H, brs), 11. 9 
8 (1H, brs). 

(2) {2- [(5-^n^-2-t Kn^r^yyV^) T^7] -4-7^^ 

/vfry^- 5 — f/W @im ab^##2 o 3) 

{2-[ (5-^n^e- 2-t Kn^'^/^^) 7^/]-4-7i^f 7/ 

— /V- 5 — f/WMfe ^f;Vxxr/M7 5mg, O. 17mmol) 

— 7V (5mL) fc»«?U 2^^7K^-fh^- h V VJ* (0. 5mL, 1 mm o 1 ) 

&»nu #cv>-?girx?i 2B#fW8£#bfc 0 Kteis^ttSr 2&jfe£Sfefc:*>rt-tBls 

^^/^MM^TM^^UTM^^O^e^^ (5 6mg, 7 
7. 3%) ^#fc 0 
mp 284-286 °C. 

1 H — NMR (DMSO-d 6 ) : S 3. 84 (2H, s), 6. 98 ( 1 H, 
d, J = 8. 8Hz), 7. 42 ( 1 H, d, J = 6. 8Hz), 7. 49 ( 2 H, 
t, J = 7. 6Hz), 7. 58-7. 61 ( 3 H, m), 8. 07 ( 1 H, d, 
J = 2. 8Hz), 12. 25 (H, brs). 

M2 0 4 : ik&mm^- 2 0 4 ©<ffc£^©jR36 
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J^iLt, 5-yn^tyf;V^ ^2-T^/-4, 5-^7s=W 
^»t^l9 5 (3) fc|Rl«©Jftf^*tfV\ SJe^lb^feo 
flZ^S : 2 5 . 9 % 
mp 2 6 2 - 2 6 3 °C. 

! H-NMR (DMSO-d 6 ) : 8 7. 0 2 (1 H, d, J = 8. 1Hz), 
7. 34-7. 47 (10 H, m), 7. 63 (1H, d, J = 6. 9 Hz), 8. 
08 (1H, d, J = 2. 4Hz), 11. 88 ( 1 H, brs), 12. 08 (l 
H, brs). 

[2-7^-4, 5-^7x=^T^ = r 0 ^h^fttfe (Nihon Kagaku 
Zasshi)j, 1 9 6 2^, l8 3t, p. 2 0 9#|] 
$12 0 5 : Ik&mm^ 2 0 5 ©^:^<»©3»l3i 

^f7v^?riv^Mi 9 5 (3) bmm<D&fc&ft\,\mm{k&vo&&it 0 

l&m : 2 8 . 1 % 

mp 1 9 8- 2 0 0 °C. 

1 H— NMR (DMSO-d 6 ) : 6 4. 0 8 (2H, s), 6. 95 ( 1 H, 
d, J = 8. 8Hz), 7. 15-7. 22 (3H, m) , 7. 30 (2H, t, 
J = 7. 6Hz), 7. 3 8-7. 4 3 ( 1 H, m), 7. 47 (4H, d, J = 
4. 4Hz), 7. 57 (1H, brd, J=8. 8Hz), 8. 05 ( 1 H, d, 
J = 2. 4Hz), 11. 98 (1H, brs). 

[2 -7 5: y — 4 — <y^-5-7x-/l/f7^: \frKiJA"Tl/} t ' -7 
-=?i/=L^— ! r y( A/* tf =l 1 /= r ^ V (Chemical and Pharmaceutical Bulletin) J, 
1 9 6 2^, IlOi, p. 376 #f#J 
m 2 0 6 : 2 0 6 <Dtt&mv>W& 

mMb\sX, 5 -T'n^f y f 2 - 7 5 / - 5 - 7x-/k- 4 - ( h 
y7/^n^/V) ^Ti/— /I'Sr/BV^M 1 9 5 (3) fc^©SM1s«rfTV\ « 
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: 3 3 . 2 % 

mp 250 °C (dec). 1 H — NMR (DMSO-d 6 ) : 5 7.02(1 
H, d, J = 8. 8Hz), 7. 51 (5H, s), 7. 63 ( 1 H, dd, J = 
8. 8, 2. 4Hz), 8. 02 ( 1 H, d, J = 2 . 8Hz), 12. 38 (l 
H, b r s). 

M 2 0 7 : ^1^#-5§- 2 0 7 (D\Y>^m<Dmik 

W&h LT, 1 -7x^-1, 3-^^yv ! ty^ffiV^til 95 (l) ~ (3) 

I&m ■ 8 . 9 % ( 3 Ig) 

(1) a-^n^e- 1 1, 3-^^^-^^-^ 

1 H — NMR (CDC1 3 ) : 5 2. 46 (3H, s), 5. 62 (1H, s), 
7. 48-7. 54 (2H, m), 7. 64 (1H, tt, J = 7. 5, 2. 1H 
z ), 7. 97-8. 01 (2H, m). 

(2) 2-7^-5-7W-4-7x=;VfT/-/V 

1 H — NMR (DMSO-d 6 ) : 8 2. 18 (3H, s), 7. 50-7. 55 
(2H, m), 7. 59-7. 68 (3H, m), 8. 69 (2H, brs). 

(3) 5-^n^e-N- (5-7tf;V-4-7i^f7^-2-^f;k) 
_ 2 - t: Fn^^yX7 ^ K 2 0 7) 

1 H — NMR (DMSO-d 6 ): 5 2. 4 4 (3H, s), 6. 99 (1H, d, 
J = 9. 0Hz), 7. 55-7. 71 (4H, m) , 7. 7 6- 7. 8 0 (2H, 
m), 8. 01 (1H, d, J = 2. 4Hz), 12. 36 (2H, br). 
m 2 0 8 : fl^^#-5§- 2 0 8 (D^m^M^ 

Mfflrb Lt, 1, 3 -*J?=c~;V- 1, 3 -yn/^^ty^ft^il 9 5(1) 

~ (3) tmm<Dmft&ft\<\ mmik&m*mz 0 

: 4 9 . 7 % 

(1) a-^n^e-1, 3 -v^^—zv- 1 , S-T'n^my 
1 H — NMR (CDC1 3 ) : « 6. 55 (1H, s), 7. 45-7. 50 (4 
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H, m), 7. 6 1 (2H, tt, J = 7. 2, 2. 1Hz), 7. 98-8. 0 
1 (4H, m). 

(2) 2-75 J - 5 4-7x=;^7)/wt' 

1 H — NMR (DMSO-d 6 ) : 5 7. 04-7. 18 (5H, m), 7. 22 
-7. 32 (3H, m), 7. 35-7. 38 (2H, m), 8. 02 (2H, s). 

(3) 5 -^n^e-N— 4-7x^fjy^;V- 2 -^/V) 

- 2 - fc 3: K Offc£><fc#-^ 2 0 8) 

1 H — NMR (DMS O — d 6 ) : 8 7. 03 (1H, d, J = 8. 7Hz), 7. 
17-7. 30 (5H, m), 7. 3 9- 7. 4 7 ( 3 H, m), 7. 57-7. 
60 (2H, m), 7. 64 ( 1 H, dd, J = 8. 7, 2. 7Hz), 8. 05 

(1H, d, J = 2. 4Hz), 11. 82 (1H, brs), 12. 35 (1H, 
b r s ) . 

W 2 o 9 : -ffc-a^#-*§- 2 10 

- 5-*/vai?^Sfe xf;i/x^f;HriV^til 9 5 ( 3 ) h l*Itl<E>iW3rfTV\ 
flfc^ : 6 9 . 4 % 

1 H — NMR (DMS O- d 6 ) : 8 1. 22 (3H, t, J = 7. 5 H z ), 4. 
21 (2H, q, J = 7. 5Hz), 7. 07 ( 1 H, d, J=8. 7Hz), 7. 
4 3- 7. 4 7 (3H, m), 7. 53 ( 1 H, dd, J = 8. 7, 2. 4Hz), 
7. 7 0-7. 7 4 (2H, m), 7. 92 ( 1 H, d, J = 3. 0Hz), 11. 
88 (1H, br), 12. 29 ( 1 H, brs). 
m 2 1 0 : 2 0 9 ©fl^f^M^ 

Ilfi Ut> M2-75 7-4 -7i=^7/- /V 

xf;Vx^f;V^iV^Ml 9 5 ( 3 ) i ^olftf^Srff v\ 

iR^ : 2 8 . 6 % 
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mp 197-199 °C. 

1 H — NMR (DMSO-d 6 ) : 5 1 . 2 1 ( 3 H, t, J = 6. 8 Hz), 
4. 20 (2H, q, J = 6. 8Hz), 7. 01 ( 1 H, d, J=8. 8Hz), 
7. 4 3-7. 4 8 (3H, m), 7. 63 ( 1 H, dd, J = 8. 8, 2. 4 
Hz), 7. 70-7. 72 (2H, m), 8. 04 ( 1 H, d, J =2. 4 Hz), 
12. 33 (1H, brs). 
M2 1 1 : ^^^#-§-2 1 1 <D{t&m<DW& 

WMtVX^ 7;i/tn^y/^f;i/||ix^x^T;Hrfflv^Tf j 1 9 5 

(1) ~ (3) tmm(Dm¥^7v\ mm^m^^tc 0 

: 4 0 . 0 % (3 Jim) 

(2) 2-T^y-4- (^^7;^n7x=;v) V*—;V- 5 -JjsV^ 

1 H— NMR (CDC1 3 ):6 1 . 2 3 ( 3 H, t , J = 7 . 2 H z ) , 4 . 2 
1 (2H, q, J = 7. 2Hz), 5. 41 (2H, s). 

(3) 2- (5-^P^-2-tKo^yyV^) 7>/-4- (-0^:7 
/t^-n^xvl/) f/y^V- 5 -tf/lotf^gfc xf/i, (ft^#^2 11) 

1 H— NMR (DMSO-d 6 ) :5 1.20(3H, t, J = 7.2Hz), 2. 
51 (2H, q, J = 7. 2Hz), 7. 02 ( 1 H, d, J = 8. 7Hz), 7. 
64 (1H, dd, J = 8. 7, 2. 7Hz), 7. 90 ( 1 H, d, J = 3. 0 
Hz), 11. 92 (1H, br), 12. 58 ( 1 H, br). 
M2 1 2 : ^-£^#-§-2 1 2 (Dit^(Dm^& 
(1) 2- (5-7n^e-2-t Ko^y^;U) T ^ 7 - 4 - :7 ^xv^- 
5 -#/Vt^^ 

/i^- 5-%sutf>>m^^x^/i, (^^#-§-2 o 9) stmvntm8 2tmm 
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: 6 7 . 0 % 

1 H— NMR (DMSO-d 6 ): 5 7. 0 0 ( 1 H, d, J=8. 8Hz), 7. 
4 2-7. 4 4 (3H, m) , 7. 62 ( 1 H, dd, J = 8. 8, 2. 4Hz), 
7. 7 0- 7. 7 2 (2H, m) , 8. 04 (1H, d, J = 2. 4Hz), 12. 
31 (1H, brs), 12. 99 (1H, brs). 

(2) [2- (5-^n^e-2-fc Kn^i/^^^/V) T^/-4-^^=/V^ 
T y-_ /V _ 5 _^^] K (^^#-^-2 1 2) 

2 _ (5-^o^-2-t Kn d rv'^>'^^) 7U-4-7x^fT^ 
/V _ 5 -#/vaj£vBfe (0. 2 0 g, 0. 4 8mmol)^W^ 4 0%^ 
^ / — ( 0 . 2ml), 1 - t KP dp-^-O-^ h y 7/-^ ?M» (96. 
7mg, 0. 7 2mmo 1 K WS C • HC 1 (137. 2 m g , 0. 7 2 mm o 

1 ), ^ b7t (1 5 mL) ©Jl^lfcSrSia-Cl 8B#^W#bfc 0 

Wnvf^77^ (n-^=3rf-^ : W^St^^>= 1 : 2 ) 

^ (^pp^y/n-^fy) btW^©M*(8 7. 9mg, 

4 2. 6 %) £r#7t„ 

1 H — NMR (DMS 0-d 6 ):5 2. 70 (3H, d, J =4. 5Hz), 7. 

02 (1H, d, J = 9. 0Hz), 7. 4 0-7. 4 8 (3H, m), 7. 63 
(1H, dd, J = 9. 0, 2. 4Hz), 7. 68-7. 71 (2H, m) , 8. 

06 (1H, d, J = 2. 4Hz), 8. 16 (1H, t, J = 4. 5Hz), 1 
1. 88 (1H, b r), 12. 15 ( 1 H, brs). 

ur<Dm-mm\^^xM2 1 2 (2) ©^feasgijH^Jh/rv^**^ h&tkss-s^j 

M2 1 3 ik&mm^tz 1 3 <D\\L&m<oW& 

285 



WO 03/103665 



PCT/JP03/07120 



- ;Vf7 >/ wV _5_^^ (0(2 12 (1) tfMfc-a^K Rt^^T^ V 

©7 0%7k«£rJ^-CM2 12(2) £ EI£l©Jfetfs*rfTV\ fiHSH&a^&SrWfco 

JR* : 6 2 . 5 % 

1 H — NMR (DMSO-d 6 ) = 5 1. 05 (3H, t, J = 6. 9Hz), 3. 
15-3. 24 (2H, m), 7. 02 ( 1 H, d, J=8. 7Hz), 7. 40 
-7. 47 (3H, m), 7. 63 ( 1 H, dd, J = 8. 7, 3. OHz), 7. 
6 9 - 7. 7 2 (2H, m), 8. 06 ( 1 H, d, J=2. 4Hz), 8. 20 
(1H, t, J = 5. 4Hz), 11. 84 (1H, br), 12. 14 ( 1 H, 
b r s ) . 

m 2 1 4 : 2 14 <D\Y&m<OWt 

Iffi Lt, 2- (5-/P ; t-2-tKn^^/V) T^y-4-^m 
-;Vf7/-/V - 5 -tf^tfVgfe (M 2 1 2 ( 1 ) ©fl^<fc) , W-f tf/> 
7^»ti2l2 (2) fc|SI«l©«fef^Srfi 1 v\ aH^#*Sr#yto 
i&Sps : 2 3 . 9 % 

1 H — NMR (DMSO— d 6 ) : 5 1. 07 (6H, d, J = 6. 3Hz), 4. 
02 (1H, m), 7. 02 (1H, d, J =9. OHz), 7. 40-7. 52 
(3H, m), 7. 64 ( 1 H, dd, J = 8. 7, 2. 7Hz), 7. 69-7. 
73 (2H, m), 8. 06 (1H, d, J = 2. 7Hz), 11. 89 ( 1 H, 
b r ), 12. 14 (1H, b r s). 
M2 15 = ik&m%r-%-2 1 5 <Dfc&Vo<DW& 

WMtlsX, 2- (5-^^-2-^*0^^^) 7^/-4-7x 
^7^-5-*/^^ (M 2 1 2 (1) (Dfc&W), W2-7i^f 
;P7^^fflV^l2 12 (2) £|^13l<E>$fcfE&fTV\ *S^-^*Sr#Vto 
I&jp : 6 2 . 2 % 

1 H— NMR (DMS 0-d 6 ):5 2. 78 (2H, t, J = 7. 5Hz), 3. 
43 (2H, q, J = 7. 5Hz), 7. 02 ( 1 H, d, J = 9. OHz), 7. 
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19-7. 24 (3H, m), 7. 2 7- 7. 3 3 (2H, m), 7. 39-7. 
41 (3H, m), 7. 61-7. 65 (3H, m) , 8. 06 ( 1 H, d , J = 
2. 4Hz), 8. 25 (1H, t, J = 6. 0Hz), 11. 85 ( 1 H, br 
s), 12. 15 (1H, b r s). 
092 1 6 : {b-8^#-5§- 2 1 6 <Dfc&®l<DW£ 

Mat, J-4- (f!J7;Vtn^f 

/V) f7y-/V-5-*My| Xf;vxxr/V^^TW19 5 (3) |rJ 

Jfc^S : 8 8 . 7 % 

1 H-NMR (DMSO-d 6 ) : 5 1. 32 (3H, t, J = 7. 2Hz), 4. 
33 (2H, q, J = 7. 2Hz), 7. 01 ( 1 H, d, J = 8. 7Hz), 7. 
63 (1H, dd, J = 8. 7, 2. 7Hz), 7. 98 ( 1 H, d, 1 = 2. 4 
Hz), 12. 64 (1H, br). 
m 2 1 7 : ik&mm^t 2 17 (D\Y>&m<DWik 

WMtVX, 5-^nn-N- {4- [(1, 1 ^W) ^^/^] - 5 - [( 2 , 

2-v^^) 7pW=/V] ^7^-2-^^} 

T5: K (fl^fe#-5§- 1 9 5), WTir^/V^ n y F^V^J9 6 t^i<Dj|# 
3rfrv\ WHfls^SrWfco 

JR^S : 6 5 . 3 % 

1 H-NMR (CDC 1 8 ) : 8 1. 3 2 ( 9 H, s ), 1. 3 3 (9H, s) , 2. 
46 (3H, s), 7. 22 ( 1 H, d, J = 8. 4Hz), 7. 56 ( 1 H, d 
d, J=8. 7, 2. 4Hz), 8. 05 ( 1 H, d, J = 2. 7Hz), 9. 8 

2 ( 1 H, b r s ). 

1 8 : 2 1 8 (Dfc&VlKDWtk 

W&h LT, 4-fc Kn^Vtf^^^/^-3-^/V#^^S.'0 ? 2-T5:7-4- 
7x^f7y'^-5-j;/l/*y| xf^x^f^lrlV^il 9 5 (3) 
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I&Sp : 61. 7 % 

mp 2 0 7-2 0 8 °C. 

1 H — NMR (DMSO-d 6 ):5 1. 23 (3H, t, J = 7. 2Hz), 4. 
22 (2H, q, J = 7. 2Hz), 7. 16 (1H, d, J = 8. 7Hz), 7. 
36 (1H, t, J = 7. 5Hz), 7. 4 5- 7. 5 0 (5H, m), 7. 69 
-7. 76 (4H, m), 7. 85 (1H, dd, J = 8. 7, 2. 4Hz), 8. 
31 (1H, d, J = 2. 4Hz), 11. 73 ( 1 H, brs), 12. 60 (1 
H, b r s ). 

[ 4 _ t p p df-v'tf ^rc^/1^— 3 — 77/1^ Vfife: h K n V (Tetrahedron) J , 
1 9 9 7^, I5 3t, p. 1 1 4 3 7#I] 
09 2 1 9 : {^^#-^2 1 9©^^3<£>®B§ 

g^fitT, (4' -7/V*n-4-t KP*Vlf7x=A') - 3 -^/V'Sl^ifcR. 
^2-7^7-4 -7x^/^7^- 5 -^/l^^Ife axfvI^^TVl^Jl 
V^J19 5 (3) fcPI«©jftf^*ffv\ «H^»«:#feo 

!&m : 62. 7 % 

mp 237-238 °C. 

1 H — NMR (DMSO-d 6 ) : 5 1.22 (3H, t, J = 7. 2Hz), 
4. 21 (2H, q, J = 7. 2Hz), 7. 13 (1H, d, J = 8. 4Hz), 

7. 28 (2H, t, J = 8. 8Hz), 7. 4 4- 7. 4 5 ( 3 H, m), 7. 
71-7. 75 (4H, m), 7. 81 (1H, dd, J = 8. 8, 2. 4Hz), 

8. 27 (1H, d, J = 2. 4Hz), 11. 67 (1H, brs), 12. 5 
8 ( 1 H, brs). 

[( 4 ' —-y^^-xx — 4 _ t Kn^v'lf 7xr: ;V) — 3 - # /l^Vlfc : l"^ b 
KPV (Tetrahedron) J, 1 9 9 7#, ^5 3#, p. 1 1 4 3 7 #M3 
M2 2 0 : 2 0 ©te#4fe©Sl36 

TOiLt, (2', 4' -^7/^0-4-1: Fp^'7^7x^) -3-^/1^ 
tffl'BfcRt^ -T 5 7 - 4 - Z7^—A"f-T^/— fr- 5 ^/l^;* 
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tvi'&jivvcmi 9 5 (3) tffl&(D9kft&fti<\ mmtt&m&wto 

IR^ : 4 5 . 6 % 

mp 206-207 °C. 

1 H — NMR (DMSO-d 6 ) : 8 1. 22 (3H, t, J = 7. 2Hz), 
4. 22 (2H, q, J = 7, 2Hz), 7. 17 ( 1 H, d, J = 9. OHz), 
7. 21 (1H, td, J = 8. 7, 2. 4 Hz), 7. 38 (1H, ddd, J 
= 11. 7, 9. 3, 2. 4Hz), 7. 4 4-7. 4 6 (3H, m) , 7. 6 
0-7. 75 (4H, m), 8. 13-8. 14 (1H, m) , 11. 86 (1H, 
brs), 12. 46 (1H, brs). 

m 2 2 1 : it&mm^ 221 <D^m(om^ 

(1 ) [4 - t Kn^V- 4 ' - ( h U ^/i/) i?7x=^] — 3 — jfr/l" 

5— ^"n^-f-y (500 mg, 2. 30 mm o 1), v 5 ^ Fn 4 - 

(b!J7/VtP^f/V)7x=;VJi?5V (4 8 8mg, 2. 5 7mmo 1), Si^ 
9i?$J» (10mg, 0. 04 Ommo 1 ) M1M h JJ V J* (7mL) 

(DU&m* s o °ct i H#r H m# bfc 0 sj&m-a^s: 2 ii^g^fc tfgts^^ 

*7A^P^f^?7>f- (n-^f-V : ^31^=5 : 1) tllSLtll 
(5 6 3mg) ^#t 0 rtb^7« ^y-^ (lOmL) fc$§$¥U. 2^ 
TKm^fy^A (3mL) SrSsflJU #CVN"C6 O'C'C 1 Np^#Ufc 0 

i^^s^t*^^ 2^^{-fc^st^^/^-ett{±sbfco g^s^^Hi 
mw^xmm^m^u^^ (4 5 8m g , 70. 4%) £#fc 0 

mp 185 °C (dec). 
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1 H-NMR (DMSO-d 6 ) : 5 7. 09 (1 H, d, J = 8. 8 Hz), 7. 

77 (2H, d, J = 8. 0Hz), 7. 85 (2H, d, J = 8. 0Hz), 7. 
90 (1H, dd, J = 8. 8, 2. OHz), 8. 10 (1H, d, J = 2. 4 
Hz), 11. 80 (1H, brs). 

(2) 2 - {[4-tKn^-4' - (fy7;Vtn^f/>) tf7^=/^]-3 

T5: ;-4-7x=W/^- 5 — ij/^z^Wt ^^/v^^ 
(^W-^-2 2 1) 
LT, [4-tFn^-4' - (MJ7;^n^f^) tf:7^~/V] -3 

st;2-7^y-4-7x 7 5 - ^ 

f^xxr;v?rMv^Jl 9 5 (3) £l^li<D£^£;fTV\ ^M^^^r#fc 0 

IR^§ : 4 1 . 7 % 

mp236-237°C. 

1 H— NMR (DMSO-d 6 ) : 8 1.22 (3H, t, J=7. 2Hz), 
4. 21 (2H, q, J = 7. 2Hz), 7. 18 ( 1 H, d, J = 8. 8Hz), 
7. 44-7. 45 (3H, m), 7. 72-7. 74 (2H, m), 7. 81 (2 
H, d, J = 8. 4Hz), 7. 91 ( 1 H, dd, J = 8. 8, 2. 4Hz), 
7. 9 3 (2H, d, J=8.4Hz), 8. 36 (1H, d, J =2. 4Hz), 11. 

78 (1H, brs), 12. 62 (1H, brs). 
M2 2 2 : fb<&-4fo##2 2 2 <D\Y>^m<DWM. 

JWMtVX^ 2 - t Kp^V- 5 - (l-tfny/^) gift, W2-7$; 
- 4 - 7x^/Vf 7^/^- 5 - xf ^x^f/l'^fflV^t^ 1 9 5 

(3) tmm<Dmft%fti<\ mmik&Qj&&ito 

: 5 5 . 0 % 

1 H-NMR (DMSO-d 6 ) : 5 1. 22 (3H, t, J = 7. 2Hz), 4. 
22 (2H, q, J = 7. 2-Hz), 6. 26 ( 2 H, t, J = 2. 1Hz), 7. 
13 (1H, d, J = 8. 7Hz), 7. 32 (2H, t, J = 2. 1Hz), 7. 
4 3- 7. 4 7 (3H, m), 7. 7 0- 7. 7 5 (3H, m), 8. 09 ( 1 H, 
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d, J = 2. 7 Hz), 11. 58 (1H, brs), 12. 55 (1H, brs). 

W 2 2 3 : fc-a*<&## 2 2 3 ©fl^fcKPjKi 
(1) 2-tFn^>-5- (2-^-/^) 

5-^^tyf;H(5 0 0m g) 2. 3 0 mm o 1 K Sri, 2 -*J*h*is 

-f^) ^7^^A(8 0mg, 0. 0 7mmol)», MflO^fWl 
fc. »V^fc Ko^-2-fx^9y( 3 24mg, 2. 5 3 mm o 1 ) 

^-r^p^2^^^fe(tst^^/^T^ttibfc 0 mm^/^m^^ mu 

#k*i/l/fc2fca£«rj£ifete:$gv , » b y * /W-<fc 9 

^: @t^^=5 : 1) t«SLtS«(2 7 7mg)Wc 0 r^3r^ 
y-/K5mL)WU V y 5mL)»U 

t?6 0°CTlH#P^m#bfc o S^^Sr^m*t?^*P^, 2^^^feftSt 

m^/ux*mmvti 0 mm^^m^K mft*m&^m&m&, m^mm^y 

^Tf B fUt»ft06m(5 8m g) 11. 5%)£#fc 0 
1 H-NMR(DMSO-d 6 ):fi 6. 95(1H, d, J = 8. 8Hz), 7. 0 
9(1H, dd, J = 4. 8, 3. 6Hz), 7. 3 7 ( 1 H, dd, J=4. 0, 1. 
2Hz), 7. 45(1H, dd, J = 5. 2, 1. 2Hz), 7. 74(1H, dd, 
J = 8. 8, 2. 8Hz), 7. 96(1H, d, J = 2. 8Hz). 

(2) 2- [2-t - (2-^^/p) -O-yV/V-] 7-4- 
7i^f7/-/V-5-*;^y| x.^Asx.xTA' (ft^#^2 2 3) 
m&tVX, 2-fcKn^-5- (2-^^^/V) 3fc&#SK ^2-75; 
-4-7x=;l/f7y^-5-^y| x^x^r^^V^T^tJ 1 9 5 

(3) tmm<Dm¥&ft\,\ mm^m^t^ 
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JR*S : 5 8 . 2 % 

mp 2 13-214 °C. 

x H-NMR(DMSO-d 6 ) : 8 1. 22(3H, t, J = 7. 2Hz), 4. 2 
1(2H, q, J = 7. 2Hz), 7. 10(1H, d, J = 9. 2Hz), 7. 12(1 
H, dd, J = 4. 8, 3. 6Hz), 7. 4 4-7. 4 6(4H, m), 7. 50 
(1H, dd, J =4. 8, 1. 2Hz), 7. 71-7. 74(2 H, m), 7. 7 
9(1H, dd, J = 8. 8, 2. 4Hz), 8. 2 1 ( 1 H, d, J = 2. 4Hz), 
11. 78(1H, b r s), 12. 4 4 ( 1 H, brs). 
m 3 0 1 : 3 0 1 (D\^m(DW& 

(1) 5 — ^ n n- 2 h^v"- J3 -!7;c~ /v^^v^ 

2 _ 7 J n ^_4-^p p7-y-;i/ ( 3 0 0 mg , 1 . 4 mm o l),Xf 1/y (2 
1 1 m g , 2 mm o 1 h hV ^f^7 ;V (13j^L, 0. 1 mm o 1 ) N hV 
-7 ^~;V7*^-7 ^ is (5 0 mg, 1. 9 mm o 1 ) (DT± h — h V ( 6 m L) 
mWUZ-Wt^^^V-k (2 1mg, 7mol%) §r^P^, 7VI^>-#|lI^;Tv 8 

;^7A^n-7f^77^f- (n-^fy:SS^=10: 1) ""CfflfiSb 
T> WM1k&m<D&&ffiM (118mg, 3 5. 6%) <M#fc 0 
1 H— NMR (CDC 1 3 ): 5 3. 85 (3 H, s), 6. 80 (1H, d, J 
= 8. 8Hz), 7. 08 (1H, d, J = 16. 8Hz), 7. 17 ( 1 H, d 
d, J = 8. 8, 2. 5Hz), 7. 2 0- 7. 4 2 (4H, m) , 7. 51-7. 
5 5 (3 H, m). 

(2) 4-^no-2-7f'J;V7x;wV »#^3 0 1) 
5_^nn-2-^ f^rv'-i3-7x^l/Xf (80mg, 0. 3 mm o 1 ) 
cDv^nnp^V (2mL) SHftfc. 7V^=^#HfCT^ lmol/L#pyf 
P^p^F/^bp^^S(0. 5mL, 0. 5mmol)?:ifitlDi 
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g^vy^^;^7A^nvh^77^ - (n-^=^f->- : @|^^^/k= 3 : 1) 
•efUft LT, WJH-ffe:^*© (34. 2 m g , 45. 4 %) «r#fc 0 

1 H — NMR (CDC1 3 ): S 4. 95 (1H, brs), 6. 74 (1H, d, 
J = 8. 7Hz), 7. 09 (1H, dd, =8. 7, 2. 4Hz), 7. 10 (1 
H, d, J = 16. 2Hz), 7. 2 8-7. 3 9 (4H, m), 7. 49-7. 
5 4 (3 H, m). 

#113 0 2 : {b-a^#-*§- 3 0 2 ©ft^ft©ll 

(1) (S) - 2-T^7-3-^^^/^-N-[3, 5-fcf* (MJ7;^P^ 
^;V) 7x=^]7°ot 0 t^7 5 K 

3, 5-fcfJ* ( M? y ^ (0 . 2 0 g, 0. 8 7mmo 1 K 

N- (ter t-^f^toV) - L-^^—^T^ — V (2 5 4. 8 m 
g, 0. 9 6mmo 1) N y > (4 0 ju L, 0. 4 6 mm o 1). 

(4mL) (Dm&mZs T/^^^M^T, 8 0°C-T?1. 5B$lfflflM$b;fc„ £OS 

mm^u^^^xmhfitz.nm^^ y^n tvn-f^/n — .^f-^-c^* 

ftLT, g®ft^©f (3 3 3. 7mg, 9 2. 9 %) £#fc 0 

1 H — NMR (DMSO-d 6 ) : 5 3. 13 (1H, dd, J =1 3. 8, 8. 
1Hz), 3. 29 (1H, dd, J = 13. 8, 6. 0Hz), 4. 37 ( 1 H, 
s), 7. 2 5 - 7. 3 8 (5H, m) , 7. 86 ( 1 H, s), 8. 30 ( 2 H, 
s), 8. 48 (3H, s), 11. 95 ( 1 H, s). 

^T©«W-:£^TM3 0 2 (1) <Dj5m&?miSfoX^Z>W&. M^W> 
(2) (S) - 2-T-fe h^iX- 5-^n n-N- (2-7^^7^-1- {[3, 
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(MJ ~7;v$tvl ^^-;v) y=c=->V\ 7J/w^-f/W ^VXY ^ 

F 

2-T-fe h^V- ( 1 0 4 m g , 0. 4 8mmo IK (S) 

-2-7^7-3-7x=;l/-N-[3, 5 - tf ^ (MJ7MP^f^) 
^]7°P^ty7^ K (0. 2 0g, 0. 4 8mmolK 1-t Kp^^W 
(7 1. 4mg, 0. 5 3mmol) ©N, N-i/^ ^VI^/I^T 
5 K (4mL) WS C-HC1 ( 1 8 4 m g , 0. 9 6 mm o 1 ) %M 

^^MH^b-CttbtLfca^^rv-y #<!?A'$ , ?J»?w b^77^- (n— — 
^-^-^ mm^^= 3 : l-*2 : 1) l?|f^bT, «H^#J(^e^* (1 

4 1. 4 m g , 5 1. 4 %) £r#fc 0 

1 H — NMR (DMSO-d 6 ) : 5 2. 0 5 (3H, s), 3. 04 ( 1 H, d 
d, J = 13. 8, 9. 9Hz), 3. 19 ( 1 H, dd. J = 13. 8, 4. 8 
Hz), 4. 73-4. 81 (1H, m), 7. 2 2- 7. 3 5 (6H, m) , 7. 
54 (1H, d, J = 2. 4Hz), 7. 60 ( 1 H, dd, J = 8. 7, 2. 4 
Hz), 7. 81 (1H, s), 8. 2 7. ( 2 H, s), 8. 91 ( 1 H, d, J = 
7. 8Hz), 10. 8 1 (1H, s). 

^T^SMt^V^3 0 2 (2) CDj?m-t)^\miStlX^Z>Wr&, J^tK^^'J 
ttm WSC-HCK ^tfl -fc Ko^^^y' h VT^-s^m^^o 
t.tn, BiI&m%bVX^ N, N-^f;v*;vA75 Kf «l:fflV^fc 0 
(3) (S) -5-^nn-2-tFP^-N- {2 -7 ^=-/V- I - {[3, 

5 — if* (M)7/i'to^f/v) 7x^] 77/w^-f/W m^/k) ^yX7^ 

K (-ffc^«J## 3 0 2) 

(S) - 2 -T-fe h^i/- 5 -i7 no— N— (2-7x^-1- {[3, 5 - tf 
^ (M)7/Vtn^f/l') :7^~/Kl ^^vV) ^X7 5 K (1 

4 1. 4mg, 0. 2 5mmo 1) <D^^/— /V/t 1 h?t Kp77V (2mL 
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+ 2mL) m-&WWifc5Mfeyknfc1- h V ^AtK^ (0. 2mL) &MZ-s & 

yteiftLt, (7 4. 4mg, 5 6. 8%) «r#fc„ 

1 H — NMR (DMSO-d 6 ) : S 3. 13 (1H, dd, J = 13. 8, 9. 
0Hz), 3. 26 (1H, dd, J = 14. 1, 4. 8Hz), 4. 85-4. 
92 (1H, m), 6. 95 ( 1 H, d, J=8. 7Hz), 7. 19-7. 23 
(1 H, m), 7. 26-7. 31 ( 4 H, m), 7. 45 (1H, dd, J = 8. 

7, 2. 4Hz), 7. 81 (1H, s), 7. 97 ( 1 H, d, J = 2. 4Hz), 

8. 26 (2H, s), 9. 12 (1H, d, J = 7. 2Hz), 10. 89 (1 
H, s), 12. 0 1 (1H, s). 

^T©»Ji-*5v^tM3 0 2 (3) (D^m^im^tix^^m^, tt 

M3 0 3 : ^#t/#-^3 0 3(D4k&m<Dm& 

(1) [1- ({[3, 5-tf* (MJ7;Vtn^f/V) :7^~/l/] 7^/} 7J/I^ 
— /V) y^/V] y&/W^Vj& 1, 1 -SM ^-;V^^-;V=r.^T;V 
3 , 5 - tf ^ ( b V 7>VOrn * *f-;V) T~ V ^ (0 . 20g, 0. 87 mm o 1 ) 
©Tb7tKn77y (4mL) m&fc, T/P-^^#H^T, N- (t er t- 
yb^^/V) ^y^/ (18 3. 5mg, 1. 0 5mmolK h V =^f- 
?VT%^ (0. 2 5mL, 1. 7 9 mmo 1) yk^X^m, 
fcV V (9 6/zL, 1- 0 5 mmo 1) ^Px., 5 B#P H m# bfc 0 SJ£?1 

gt^u afctaftaw- h y ^^xnm^, mm^m^^^xn^titcmm^^v 

*W7^^p-7 b^77^- (n — ^> ■ Sfxf;v= 2 : l-»3 : 2) 
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tlgLt, (10 1. 9mg, 30. 3%) £r#fc 0 

1 H — NMR (CDC1 3 ):6 1. 49 (9H, s), 3. 99 (2H, d, J 
= 6. 0Hz), 5. 37 (1H, t, J = 6. 0Hz), 7. 57 ( 1 H, s), 
8. 00 (2H, s), 9. 06 ( 1 H, brs). 

(2) 2-T 5: / -N-C3 , (MJ7;vtn^f^) 7x-;V]Ttf 
Fill 

[1- ({[3, (M)7;Vtn^^) :7^~/l7] T^/}#/Wtf=/^> 

^VKl #/W^ 1, l-^f/Hf/^f/V(10 1. 9mg, O. 

2 6 mm o 1 ) \Z.A j&J&MM ' mM^f-^Wt ( 1 mL) ZUttX., 1 
*#Ufc 0 S^^^i-n-^^f-^ (1 5mL) WfcB Ufc 6-fe@{£3r 

» bT, 4flgl^%<£> (80. 8 m g , 96. 4 %) £#fc 0 

X H-NMR (CD 3 OD):5 3. 89 (2H, s), 7. 71 (1H, s), 

8. 2 2 (2H, s ). 

(3) 2-7th^-5-^PP-N- ({[3, (h!J7/Vto^f 

2-T-fe h 5 — ^ a n^,g,#^ (5 9 . lmg, 0. 2 8 mm o 1 h 2 — 

r5:/ _ N _[3 > 5 - tf ^ (MJ7;vtn^^) 7x^/v]7t h7U*tt 
1(80. 8mg, 0. 2 5mmolh 1-t Kn^^/M)7/^V (3 
7. 2mg, 0. 2 8mmol) CN, N^f/V^7U* (3mL) §S 
|:WSC'HC1 (9 5. 9 m g, 0. 5 mm o 1 ) MUX* 3 Bff B 1f# 

j^K-e^u m&mwrt-h v 7a-cw, ^^MffW*L-c#e>ttfca 

|^'7!)*W7A^n-7f^77>f- (n-^=3rf-^ : St^^^/^= 3 : 2 
^1 : 1) -eftSUT, tfffl'fb^Oe-fe^^ (8 3. 7mg, 6 9. 3%) % 

J H-NMR (CDC 1 3 ) : 5 2. 40 (3H, s), 4. 40 (2H, d, J 
= 5. 4Hz), 7. 17 (1H, d. J = 8. 4Hz), 7. 40 ( 1 H, t, 
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J = 5. 4Hz), 7. 53 (1H, dd, J = 8. 4, 2. 4Hz), 7. 62 
(1H, s), 7. 82 (1H, d, J = 2. 4Hz), 8. 19 (2H, s), 9. 
2 0 ( 1 H, s ). 

(4) 5-^nn-2-tFn^-N- ({[3, 5 - tf * (MJ7;Vtn^f 

2— T*fc t^V- 5-^ pp-N- ({[3, (MJ7;^n^f^) 7 

#/W^^/V-} ^^-/V) ^yXT ^ K (8 3. 7mg, 0. 17mmo 
1) <D* ?V/ 3 r h7t (2mL+lmL) 3§f£fc: N 5 ^J^zklfe 

^hy^ATK^ (0. lmL) Mix., O^W*#U/to &.j&m& 

?£U ^TK^m^MJ tl^ifff * tttbtiM^v/ p * 

Sf/Vjj^J^fw^hy^?^— (n— drf"^ : 1^^^= 2 : 1) T?fit$!J, 
n-^f ytI»U,I»i©e^l (4 7. 7mg, 6 3. 7%) 

'H-NMR (DMSO-d 6 ) : 5 4. 18 (2H, d, J = 5. 4Hz), 7. 
00 (1H, d, J = 9. OHz), 7. 47 (1H, dd, J = 9. 0, 2. 7 
Hz), 7. 80 (1H, s), 7. 96 ( 1 H, d, J = 2. 7Hz), 8. 27 
(2H, s), 9. 25 (1H, t, J = 5. 4Hz), 10. 78 ( 1 H, s), 
12. 14 ( 1 H, s ). 

W 3 0 4 : ^#J#-§- 3 0 4 <Dfc&®<DWk 
(1) 5-^tnnf-y f^t K9 v 5 K 

5-^pn-2-t Kn ^r->-^&#^ ^ ^/lo^-r/V ( 0 . 5 0 g , 2 . 7 m 
mo 1), t: K^v^— 7k?P#J (0. 3mL, 6. 2 mm o 1 ) , ^ J — ;V ( 5 
mL) ^m^#J^6B#»m5S^bfc 0 SJS?B^%^SM* "eM^, n-^¥ 
i^-^^Px., tfffflLft^^»Ut, MM fc&%d (3 9 5. 9mg, 

7 9. 2 %) &#fc Q 

1 H — NMR (DMS O — d 6 ) : 5 6. 90 (1 H, d, J = 8. 7Hz), 7. 
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38 (1H, dd, J = 8. 7, 2. 7Hz), 7. 85 ( 1 H, d, J = 8. 7 
Hz), 10. 2 3 (b r s ). 

(2) 5-^nnf!)f;ki [3, 5 - fcf ^ (h!)7/VtP^f^) ^V^!) 
7*V] fc K9S?K (^^#-^3 0 4) 

'Jf/Wt K7^K (2 13. 9mg, 1. 2mmol) % 3, 5 - fcf 
^ ( h P /V) ^y^r/Vf t K (1 9 O ju L, 1. 2mmo 1), i 

wsit (3m), ;—)v (5mD <Dm&m%:, 3 ofrmMWMUisfco 3, 5 

-bf* ( b !) 7/^o ^ f^) t F ( 1 0 0 /i L, 0. 6 1mmo 

f^77^- (n-^-^f-V : Itm^^V^= 3 : 1 -> 2 : 1) n-— 
iJ->"T?!K$SSfc#- LT, «»fb£-«KB (3 6 2. 6 m g , 76. 8 %) & 

X H — NMR (DMSO-d 6 ): 5 7. 0 3 ( 1 H, d, J = 9. OHz), 7. 
49 (1H, dd, J = 9. 0, 2. 7Hz), 7. 86 (1H, d, J = 3. 0 
Hz), 8. 20 (1H, s), 8. 40 ( 2 H, s), 8. 59 (1H, s), 1 
1. 65 (1H, s), 12. 14 (1H, s). 
fj3 0 5 : 3 0 5 <Dfc&lfo<DW£. 

(1) (S) - 2-T^y-4-^^W-N-[3, 5-fcf* (by^/v^-a^^ 
/V) 7x=/H^y^V7U 4 

tt^ N- (t e r t-7*h^/V^) -L-n^^A &t>* 3 , 
5-tf^ (M)7/Vto^f/V) T~y ^&fflwr0!l3 0 2 (l) £ IU«6<DlftftS 

: 2 5 . 2 % 

1 H — NMR (CDC 1 3 ) : 8 0. 9 8 ( 3 H, d, J = 6. 3Hz), 1. 0 
1 (3H, d, J = 6. 3Hz), 1. 3 9 -1. 4 8 ( 1 H, m), 1. 74- 
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1. 89 (2H, m), 3. 55 ( 1 H, dd, J = 9. 9, 3. 6Hz), 7. 
58 (1H, s), 8. 12 (2H, s), 10. 01 ( 1 H, s). 
(2) (S) - 5-^no-2-t K^drV-N- (3-^/V—l- {[3, 5 

(it'&mm^r 3 0 5) 

Mitt; 2-Ti? b^V-S-^nta&JMMt Rtf (S) -2-T^/- 
4-^^vV—N-[3, 5-tf^ (h!)7;Vtn^f^) 7x=;V]^y^y7^ 
KlrlV^I3 0 2 (2) ~ (3) bWfcoWfe&ft^ WB-fb^Sr^, 
jfc^S : 2 4 . 8 % ( 2 IS) 

1 H — NMR (DMS O- d 6 ) : 5 0. 95 (3 H, d, J = 5. 7H z), 0. 
97 (3H, d, J = 6. 0Hz), 1. 6 5- 1. 84 ( 3 H, m) , 4. 65 
-4. 72 (1H, m), 6. 98 ( 1 H, d, J = 9. 0Hz), 7. 47 (1 
H, dd, J = 8. 7, 2. 4Hz), 7. 79 ( 1 H, s), 8. 06 ( 1 H, 
d, J = 2. 7Hz), 8. 32 (2H, s), 9. 03 ( 1 H, d, J=8. 1 
Hz), 10. 85 (1H, s), 12. 20 ( 1 H, s). 
W 3 0 6 : 3 0 6 <D{k&Qj<DW£ 

mntVX^ pf/V7/vft W3, 5 - If* (fy7/^o 

;*^vv) ^yXkK7^K?rIv^M3 0 4 (2) IH^cD^^f v\ ffiJBft; 

I&sfS : 2 4 . 7 % 

1 H — NMR (DMS 0-d 6 ):5 6. 97 (1 H, d, J = 8 . 7Hz), 7. 
34 (1H, dd, J=9. 0, 2. 7Hz), 7. 73 ( 1 H, d, J = 2. 4 
Hz), 8. 41 (1H, s), 8. 59 ( 2 H, s), 8. 67 (1H, s), 1 
1. 07 (1H, s), 12. 45 (1H, s). 
MS 0 7 : fb£-«&#*3 0 7<Dft&V3<DWk 
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i|» : 3 0 . 2 % 

1 H — NMR (CDC 1 3 ) : 5 3. 10 ( 2 H, t, J = 6. 9Hz), 3. 7 
1-3. 77 (2H, m), 6. 34 ( 1 H, brs), 6. 95 ( 1 H, d, J 
= 8. 7Hz), 7. 23 (1H, d, J = 2. 7Hz), 7. 36 ( 1 H, dd, 
J = 8. 7, 2. 4Hz), 7. 70 (2H, s), 7. 80 ( 1 H, s), 12. 
0 6 (1 H, s ). 

M 3 0 8 : 4k&m^r-% 3 0 8 <D^^O(DWkiSt 

3-fcKn^>i7K7^t (lOOmg, 0. 6mmol) N 3, 5 - tf * ( h 
!)7/Vin^f7V) r^yy (16 8mg, 0. 7mmol), S8(5mL)C 

tl1t$%&&i/V *^;^7A^ cz-^ b^77^f^- (n— : |^^rc^-/v= 
3:1) t»lLt, ffl&fc-&m<D&&$t3z (1 OOmg, 4 3. 7%) £r#fc 0 
'H-NMR (DMSO-d 6 ) : fi 7. 31 (1H, d, J =8. lHz),7. 
42 (1H, d, J = 7. 5Hz), 7. 72 (lH,dd, J = 8. 1,7. 5Hz), 
8 . 2 1 (1H, s ) , 8 . 24 ( 2 H, s ) , 1 1 . 28 ( 1 H, s ) . 
M3 0 9 : fc&m&-%3 0 9 <Dft&to<D9m 

2-7^-4-^0071/^ (143. 6 m g , lmmol) Orh7t 
Fn77Vh^y (0. 5mL+4. 5mL)I^fc 3, 5 - fcT* ( h 
!)7;^P^/V) ^^^/Wy^T^-h (180/zL, 1. 04mmol) 

W^b-CWfettfc^^^r^y ^^7A^ d-v h^77^- (n— -^M^ : 
mm^;V= 1 : 1) T*«HRU -fy^^tV^-^/V/n-^^^^-CM^L 

SJ@^#%©^^^ (2 8 8. 5mg, 72. 4%) £#fc 0 
1 H — NMR (DMSO-d 6 ) : 8 6. 84-6. 91 (2 H, m), 7.6 
7 (1H, s), 8. 06 (2H, s), 8. 14 (1H, d, J = 2. 1Hz), 
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8. 45 (1H, s) , 10. 10 (1H, s) , 10. 44 ( 1 H, s) . 
M 3 1 0 : 3 10 <D\\^m<OW& 

(1) 5 vn- 2-* b 0-13, 5 - tf ^ ( b y :7/l^u ^ ^7V) 

y - 4 u uT~y—;P (1 3 lmg, 0. 8 mm o 1) ©4 8 %T 

b97^s$-T2*$m (o. 3mL) mm^, T^=?^w^mn,T, mmm-r 

hy^A (57mg, 0. 8mmol) (D?K (lmL) mWf&Mx.fc 0 0°CT?1 
mmmWl^tc^:^ 3, 5-fcf^ (hy7^tn^^) OOmg, 0. 

4mmo 1) (D*$J—/V (3mL) ^^[Jx., 5 0 °C~e 1 R# PaW# bfc G S 
^m^?rSm*T^*|im, ^^MJEEW*UT#b^fca^^It^^-/V (1 
5mL) T'*mU 2iM, 7k, «MfP^7K-C)lH^^ i7jC»M)>) 
A *§»MJ±W*LT#b;fxfcBiS£rVy ^^V^^A^a-^ 

(n-^dr-^^ : fflfex.f-)V= 5 : l) -Cft^bT^ 
* ( 5 2 . 8 m g , 3 3. 3 %) &#fc 0 

1 H— NMR (CDC1 3 ): 8 3. 85 (3H, s), 6. 80 (1H, d, J 
= 8. 8Hz), 7. 08 (1H, d, J = 16. 8Hz), 7. 17 ( 1 H, d 
d, J = 8. 8, 2. 5Hz), 7. 2 0- 7. 4 2 (4H, m), 7. 51-7. 
5 5 (3H, m). 

(2) 4-^nn-2- [3, 5-tf^ (MJ7;^n^f^) X^y/V] 7m 
/ -71/ 3 10) 

Mitt, 5 -^nn- 2-y b*c^- j3 - [3, 5 - (bV 7 
l&m : 18. 1 % 

1 H — NMR (CDCI3): 5 5. 16 ( 1 H % brs), 6. 76 (1H, d, 
J = 8. 4Hz), 7. 15 (1H, dd, J = 8. 4, 2. 7Hz), 7. 19 
(lH,d,J = 16. 5Hz),7. 45 (lH,d,J=15. 5Hz),7. 53 
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(1H, d,J = 2. 4Hz),7. 76 ( 1 H, s ) , 7 . 93 (2H, s). 
MS 1 1 : 3 1 1 Oft^iOll 

ifc^S : 4 5 . 3 % 

1 H— NMR (DMSO-d 6 ): 5 2. 9 8 (2 H, dd, J = 16. 2, 5. 
7Hz), 3. 29 (2H, dd, J = 16. 2, 7. 5Hz), 4. 69-4. 
79 (1H, m), 6. 93 ( 1 H, d, J = 8. 7Hz), 7. 16-7. 20 
(2H, m), 7. 2 3- 7. 2 8 ( 2 H, m), 7. 43 ( 1 H, dd, J = 8. 

7, 2. 4Hz), 8. 02 (1H, d, J = 2. 4Hz), 9. 03 ( 1 H, d, 
J = 6. 9Hz), 12. 66 (1H, s). 

M3 1 2 : fb#*&##3 1 2©ft^©Sl 

(1) 4-^an-2- ({[3, 5 -If* (by7;^a^f/V) ^—/V] 

Mitt, 5-^nnf!Jf;Wft K, M3, 5 - If* (MJ7;>tn 
^ ^/v) r - y ^<£:J1 WTM 14 ( l ) £ K*i<D^<HTV\ *«fb#4fc*r#;/fco 
: 7 6 . 6 % 

1 H — NMR (DM SO - d 6 ) : S 7. 04 ( 1 H, d, J = 9. OH z) , 7. 
50 ( 1 H, d d, J = 9. 0,2. 7Hz),7. 80 (1 H, d, J = 2. 7Hz), 

8. 01 ( 1 H, s ) , 8 . 12 ( 2 H, s ) , 9 . 03 ( 1 H, s ) , 1 2 . 09 (l 
H, b r s ). 

(2) N- 2 — fc Fp^7x^/V) * ^;V\ -3,5 - tf ^ ( h 
U7/^n^f^) T^y^ (MMf 3 12) 

M^tLX, 4-^ph-2- ({[3, 5-fcr* (MJ7^tn^f;v) :7^ = 
/v] **f-?V) 7^;— /V'&fflwcMi 4 (2) fcjRJESojftftstrfrv^ fig 

JJX^ : 7 8 . 1 % 
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1 H — NMR (CDCI3): 5 4. 40 (3H, s), 6. 2 7 (1H, s), 
6. 80 (1H, d, J = 8. 4Hz), 7. 11 ( 2 H, s), 7. 17-7. 
2 0 (2H, m), 7. 3 0 ( 1 H, s). 
M3 13 : fc£^##3 1 3©fl2^©II 

N- [(5-^oP-2-t Kn^7x= /!/) ^ ^/V] -3, ( 7 

yv^-n p< ^/V) T~ y V 312J88. 8mg, 0. 24mmo 1), 

Wfflt (4 3mg, 0. 7mmo 1) <Di?? n/U* # 1/ ( 2 m L) T 
y#BMT, WSC-HCl (I38mg, 0. 7mmol) tti iStl 

2^ffi^#b7t 0 Rj^m^m^mm^^-v^^, 7k, mQ-kmjkx~m&m&, 

7A^nvf^77^- (n-— ^rf-V : g^a^/V= 3 : 1) LT, flt 

( 6 9 m g , 7 0. 4 %) £r#fc 0 
1 H — NMR (CDC 1 3 ) : 5 1. 92 (3H, s), 4. 73 (2H, s), 

6. 54 (1H, d, J = 2. 4Hz), 6. 95 ( 1 H, d, J = 8. 4Hz), 

7. 22 (1H, dd, J = 8. 7, 2. 4Hz), 7. 53 ( 2 H, s), 7. 
9 9 (1H, s), 9. 2 1 (1H, s). 

$13 14 : -fk^»##3 1 4<Dfc&m<DWkT& 

5-^nnt!Jf;VtF'7^K (13 0 4 ( 1 ) <D\Y&tfo \ 0 . lg, 0. 5 3 
mmo 1) <D¥])i?> (3mL) SBfcfcU 3, 5 - tf* (M)7;Vtn^f^) 
^y^/^n!) F (IOOmL, 0. 5 5mmol) fettl*.^ M.-C6B#roifc 

titc.mfe%%tM^?-si'/4 yy°v \?;v^—^;v/ri-^^>xmmwfr\sX, 

W^O^* (16 9mg, 74. 7%) £r#fc 0 



'H-NMR (DMSO-d 6 ): 5 7. 0 4 ( 1 H, d, J = 9. OHz), 7. 
51 (1H, dd, J = 8. 7, 2. 4Hz), 7. 92 ( 1 H, d, J = 2. 4 
Hz), 8. 43 (1H, s), 8. 57 ( 2 H, s), 10. 79 ( 1 H, s), 
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11. 3 7 (1H, s), 11. 8 1 (1H, s). 
M3 1 5 : >fb^##3 1 5<D{k&fa<DWk 

5 - 9 d uy- y ^vkl: K (#il 3 0 4 ( 1 ) <Dlk&m ; 0 . 1 0 g , 0 . 5 

3 mm o 1 ) N 3 , 5 - tf ^ (h!J 7 /I^cz ^ ^A-) -0^/K7*d ^ K (12 0m 
L, 0. 65mmol) N f> P m^vI/T 5: V ( 0 . 2mL, 1. 43mmol), 
h/Wn^ (4mL) 1 0 Ott 2 P|^t#Lfc 0 

*W7^^o-7 F^77^f- (n-^^f-V:@^^^/^= 3:1) ^111, 
n-^de-^^^^L-C, ^®^#KD6-fefe v * (4 5. 6mg, 2 0. 9%) 

1 H — NMR (CDC 1 3 ) : 5 4. 22 (2H, d, J = 4. 8Hz), 5. 1 

3 (1H, q, J = 4. 8Hz), 6. 96 ( 1 H, d, J=8. 7Hz), 7. 
23 (1H, d, J = 2. 4Hz), 7. 37 ( 1 H, dd, J = 9. 0, 2. 4 
Hz), 7. 69 (1H, d, J=4. 8Hz), 7. 85 ( 1 H, s), 7. 88 

(2H, s), 11. 5 4 (1 H, s ). 
^3 16 : ^^#-^-3 1 6<Dfb^(DS3t 

5 - ? d in -f- y ^vl'gfe (17 2. 6 m g , 1 mm o 1 ) % 3 , 5 - tf X h V ~7 >V3r 
n^J-}V~7^S—;V( \ 5 2 ju L, 1 mm o 1 K VSMfc !> (4 0 /t L, 0. 

4 3mmo 1 K dr^W>- (3mL) (Dm&m&l 4 0 2 Ufc„ SJS 

mm&i/V XtfsVjj^J*? n-^ b^77^- (n—^f-^ :@^^^-/l/= 1 0 : 
1-^5 : 1) «LT, nmfc&m<D&&f&& (5 3. 6mg, 13. 9%) 

1 H— NMR (CDCI3) : 8 7. 04 (1 H, d, J = 9. 0Hz), 7. 5 
4 (1H, dd, J = 9. 0, 2. 7Hz), 7. 75 (2H, s ), 7. 86 (l 
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H, s), 8. 02 (1H, d, J = 2. 7Hz), 10. 09 ( 1 H, s). 

093 1 7 : ^^#-^-3 1 7 <Dtt>&m<Dm& 

^vvg£ ( 3 5 m g , 0. 2 mmo 1 ) % 3, 5 - tf ^ (by 
n^f;V) 7i=;VtF7^ (5 0mg, 0. 2 mm o 1 ) % <DW n n ^ * >- 
(2mL) 7A'=f^ffl«T, WSC • HC 1 (3 0. 9m g, 0. 2 

mmo 1) SfflT* l ^IHSt# bfc Q SJiSa^4feSrS^Bfe=^"C^b % 

#btl//c^S^r-S/y $>tf;V33=7 o-r h ^77 ^ — (n - ^MM/ : f^rc^- 
/V=3 : 1) T?*tSbT, «S^4fc©e^»5N (5 6. 3mg, 6 9. 6%) 

X H-NMR (CDC 1 a ) : 6 6. 61 ( 1 H, d , J = 2. 7Hz), 6. 9 
9 (1H, d, J = 8. 7Hz), 7. 28 ( 2 H, s), 7. 41-7. 45 (2 

H, m), 7. 62 (1H, d, J = 2. 4Hz), 8. 53 ( 1 H, brs), 1 
1 . 11 (1 H, s ). 

M3 1 8 = 3 1 8 

(1) 2-^a^e-l- (5-^PP-2-tFo^'>7 3 :^) S Is 

5' 2' -fcKa^7th7s;y (0. 20g, 1. 17 mmo 

1) ©fh7t (6mL) SSf^ 7x^/V MJ ^7^^7^ 

M)7*o$K(0. 44g, 1. 17 mm o 1 ) &Mx., mffirC 8 9$m9tW Lfc 0 

^7^nvh^97-f- (n : S^^^/v= 5 : 1) -t?fSB£L 
T, «J&ffc^«&©Jit"fe;*vf /V ( 2 2 0 . 7 m g , 7 5. 6 %) §r#fc„ 
1 H— NMR (CDC1 3 ): S 4. 41 (2H, s), 7. 00 (1H, d, J 
= 9. 3Hz), 7. 47 (1H, dd, J = 8. 7, 2. 4Hz), 7. 71 (1 
H, d, J = 2. 7Hz), 11. 63 ( 1 H, s). 

(2) 2- (2-T 5: Sf-T9— ;v-a — -4-^pp7x;-/v 
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1- (5-^ao-2-t Kn^7x=;k) ; is (15 6. 
9 m g , 0 . 6 3 mm o 1 ) N =f-^WM (47. 9mg, 0. 63 mm o 1 K ^ 
9J—>\> (3mL) <^^%^2B#^MM^bfc 0 SlSSI^&^M*-??^ 

frfcBit^v'y *^;V*7A^nv (n — : g1^rc^W= 

2:1) -eiSlt, «H^*©f»»efe»5|c (9 8. 6mg ( 6 4. 5%) 

1 H — NMR (DMSO-d 6 ): 5 6. 8 5 ( 1 H, d , J = 8. 7Hz), 7. 
14 (1H, dd, J = 8. 7, 3. OHz), 7. 25 (1H, s), 7. 48 

(2H, s), 7. 79 (1H, d, J = 3. OHz), 11. 95 ( 1 H, s). 

(3) N- [4- (5 — ? nu — 2 - t Kindfv^7^=/V) f7^;V-2-^f 
/v] - [3, 5 - if* (M)7/^p^^) ^yXr^K ({H^ 

## 3 18) 

2 — (2-75/ y — 7V— 4 — f ;V) — 4 - ^ P P7 m 7 (98. 6 m 

g , 0 . 4 1 mm o 1 ) % 3 , 5 - If * h V ~7A>3rv * ^Vl^&#Sfc (10 4. 9 
mg, 0. 4 1 mmo 1 K ?nn-<^i?V ( 3 m L ) N N-^^/V- 2-fcTn y 
(3mL) ©MtltHSftyy (3 6ml, O. 4 1mmol)iDi 

gfern^/V=4 : l->2 : 1) "T?JfitJt N ^y7otVVx-f^/n-^f ^tl 

aUH-fk^*© (19. 6 m g , 10. 3 %) 3r#fc„ 

X H-NMR (DMSO-d 6 ): 5 6. 9 8 ( 1 H, d, J = 8. 4Hz), 7. 
21 (1H, d d, J = 8. 7, 2. 7Hz), 7. 95 ( 1 H, s), 8. 08 
(1H, d, J = 2. 7Hz), 8. 45 ( 1 H, s), 8. 77 (2H, s), 1 
0. 9 0 (1H, s), 13. 15 (1H, s). 
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093 1 9 : fl^<&#-5§-3 1 9<Dtt&to<DM!& 

(1) 3- [3, 5 - tr* ( h V -7;v^rvi^ f-jV) s<-y*J;v} <3-TV*V 2, 

2, 4-f7/Pv ? y^t>' (198. 7mg, 1. 6 9mmo 1), 3, 5-tf 
* ( b y ^ ^/V) <<ls*?A'°7x3 ^ K ( 0 . 50g, 1. 63 mm o 1 h 

zc*/-/V (5mL) <0ffi^*fc:5 8iJ&!kBMb?- h V (0, 5m L) 

(n-^=¥^^ :g^ggm^=3 : l->2 : 1) T'iSLt, SOT-fb^***© fife 
ISiS (4 0 5. 6 m g , 72. 5 %) £#fc„ 

1 H — NMR (CDC1 3 ) : 5 4. 0 1 (2H, s), 4. 87 ( 2 H, s), 
7. 84 (1H, s), 7. 86 (2 H, s). 

(2) 5- (5-^on-2-tKo :3 r^^!)7V) -3- [3, 5 - tf * 

( h y 77v^-in ^ ^/v) -<^vVki fry y 2 , i-varf 0f^%#-5§- 

3 19) 

3- [3, (MJ7/>to^f^) -<i/v ? /k] 4- 

(0. 20g, 0. 5 8mmolK fc^ 9 i?^ ( 3 ft) „ WW. ( 3 ft) h 
As^ls (5mL) OM?:, tStl0^i#U f/VT/W 
ft K (9 2. 3mg, 0. 59 mm o 1 ) SrilUfc, 1 0#»^jS^ Ufc 0 SlS 

Wf;Vjj=7J*? h^77^- (n -^^i^v : 2 : 1 -*3 : 2) 

■eiiL-C, W^|l©if ^* (17 3. 2m g, 6 2. 0%) &#fc„ 
1 H — NMR (DMSO - d 6 ) : 5 5. 0 3 (2H, s), 7. 00 (1H, d, 
J = 9. 0Hz), 7. 33 (1H, d, J=2. 4Hz), 7. 38 ( 1 H, d 
d, J = 8. 7, 2. 7Hz), 8. 03 ( 1 H, s), 8. 05 (2H, s), 8. 
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07 (1H, s), 10. 95 (1H, s ). 
M3 20 : -fl^#5#-5§-3 2 0 <Dtt&0tKOW& 

3-tFn^i*7^/Vi(3 3. 5m g, 0. 2mmol) N 3, 5 - tf^ b 
!)7Ma^f/V^/^7^(6 2mg, 0. 2 mm o 1 ) N ? n n^< 
(5mL) <DU&m&, 7Vl/=^#BMT\ 3 B# bfc 0 £OS*i^#/£r 

/V-eSffUT, ^m^^e^ B B H (6 8. 5mg, 8 5. 2%) 3r#7C 0 
'H-NMR (CDC 1 3 ) : 5 4. 9 0 (2H, s), 7. 19(1H, dd, J 
= 8. 4, 0. 6Hz), 7. 4 1(1 H, dd, J = 7. 2, 0. 6Hz), 7. 
61(1H, dd, J = 8. 4, 7. 2Hz), 7. 7 5 ( 1 H, brs), 7. 8 
2 (1 H, brs), 7. 8 6 (2H, s). 
M 3 2 1 : <b^#l#-^3 2 1 (D\V&m(OW& 

f^T^ft K ( 1 5 0 m g , 1 mm o 1 ) % 3 , 5 - If* ( h P 
7x-/VtF7i ;> / (2 0 0mg, 0. 9mmol) N ^^/ — 
;v (5mL) £>?ili^3:, T/l^ ^#H^C~K 1 ^M*n^3S*b^i„ RJfcfi^fc 

ftlfe3i^T?**fb-C, gIMil©efe»* (2 2 4mg, 66. 6%) 

/Co 

1 H — NMR (CDC 1 3 ) : 5 6. 9 7 (1 H, d, J = 8. 7Hz), 7. 1 
7(lH,d,J = 2. 4Hz), 7. 2 4 ( 1 H, dd, J = 9. 0, 2. 7Hz), 
7. 35(2H, s), 7. 41(1H, s), 7. 8 2 ( 1 H, s), 7. 8 7 ( 1 H, 
s), 10. 2 9 (1 H, s). 

M3 2 2 : fc<£4fe##3 2 2 £>{fr^%0$^t 

ig^^U-C, 6 - t Kndfi/f p ?vHfe N RtJ*3, 5-tf^ (by7/^n^f 
: 8 6 . 9 % 

1 H — NMR (DMS O- d 6 ) : 5 6. 3 6 ( 2H,d,J = 8. 4Hz), 7. 
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13 (1H, t, J=8. 4 Hz) , 7. 79 (1H, s),8. 38 (2H, s), 
11. 40 (2H,brs) ,11. 96 (1H, brs). 
M3 2 3 : {fcl^#3#-*§-3 2 3 <£»f <£>S^ 

Ut, 4 - * f-jV-y- V RXf3, 5 -If* (f!)7^tn^f/H 

: 4 2 . 9 % 

1 H — NMR (DMSO - d 6 ) : 5 2. 32 (3 H, s)6. 82 (1H, d, 
J = 6. 6Hz) 6. 84 (1H, s) 7. 83 ( 1 H, s) 7. 84 ( 1 H, 
d, J = 8. 5Hz) 8. 47 (2H, s) 10. 76 ( 1 H, s) 11. 44 
(1H, s). 

M3 2 4 : >fb-^#J#-^3 2 4<D4k&m<DM& 

Mi UT, 5 -^o^E— Ktadr^y ^/Vig N XTJ«3, 5 - tf * (by 
: 8 2 . 4 % 

X H — NMR (CDC 1 3 ) : 5 5. 89 (1 H, s) 6. 70 (1H, s) 7. 
69 (2H, s) 7. 95 (1H, s) 8. 12 (2H, s) 11. 62 ( 1 H, 
s). 

i3 2 5 : ^-^#-$§-3 2 5 (DW&m^MM 

t-p^&^tmi 6 tmmt£mft&ft\<\ mm{b&®&nit 0 

J&s^ : 2 9 . 9 % 

X H — NMR (DMSO-d 6 ): 5 6. 3 7 ( 1 H, d, J = 2. 5Hz), 6. 
42 (1H, dd, J=8. 8, 2. 5Hz), 7. 81 ( 1 H, s), 7. 86 
(1H, d, J = 8. 5Hz), 8. 44 (2H, s), 10. 31 ( 1 H, s), 
10. 60 (1H, s), 11. 77 (1H, s). 
M3 2 6 : it^mm^Z 2 6(D4k&m<DM& 
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: 44. 8 % 

1 H — NMR (DM S O — d 6 ) : S 7. 85 (1 H, d, J = 2 . 5Hz), 7 . 
91 (1H, s), 8. 01 (1H, d, J = 2. 5Hz), 8. 42 (2H, s), 
11. 10 ( 1 H, s ). 

M3 2 7 : fc£-<&#-i§- 3 2 7 ©ftl"^ 

JDiON-£LT, 3-t Kn^^tyf;^ &.T*3, 5-tf^ ( hy ^/l^n^ 
: 2 2 . 7 % 

X H — NMR (DMS 0-d 6 ):5 6. 81 (1H, t, J = 8. 0Hz), 7. 
01 (1H, dd, J = 8. 0, 1. 5Hz), 7. 35 (1H, dd, J=8. 
0, 1. 5Hz), 7. 84 (1H, s), 8. 46 ( 2 H, s ), 9. 56 ( 1 H, 
s), 10. 79 (1H, s), 10. 90 (1H, brs). 
M3 2 8 : {t^#>#-5§-3 2 8 (Djb&$)<DMlt 

m& t LT, 3 - ^ f-jvy- V f-A-m., RXF 3, 5 - tr* ( M7 ^/V) 
{R^S : 5 4 . 9 % 

1 H — NMR (DMSO- d 6 ) : S 2. 22 (3H, s), 6. 94(1 H, t, 
J = 7. 4Hz), 7. 42 (1H, d, J = 7. 4Hz), 7. 84-7. 85 
(2H, m), 8. 47 (2H, s), 10. 87 (1H, s), 11. 87 (1H, 
s). 

«3 2 9 :'fb'^#l#-^3 2 9 (D\Y^^(OW^ 

WMtVX, 3 -7< b^rv-^y 3ttf3, 5-tf* (M)7;^o^f^) 

: 3 4 . 6 % 

X H — NMR (DMSO - d 6 ) : 5 3. 85 (3H, s), 6. 94 (1H, t, 
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J = 8. 0Hz), 7. 2 0 (1H, dd, J = 8. 0, 1. 4 Hz), 7. 44 
(1H, dd, J = 8. 0, 1. 4Hz), 7. 84 ( 1 H, s), 8. 45 (2 

H, s), 10. 82 (1H, s), 10. 94 ( 1 H, brs). 
M 3 3 0 : >f[^#J#-*§-3 3 0 <D>f[^#?<D$^t 

m&tvx^ 5- [(i, i, 3, 3-^h^^w) -f^/v] •y-v^'/um, rt$ 

*W : 6 4 . 2 % 

1 H — NMR (DMSO-d 6 ):5 0. 70 (9H, s), 1. 35 (6H, s), 

I. 72 (2H, s), 6. 95 ( 1 H, d, J=8. 4Hz), 7. 50 (1H, 
dd, J=8. 0, 2. 1Hz), 7. 83 ( 1 H, s), 7. 84 ( 1 H, d, 
J = 2. 1Hz), 8. 46 (1H, s), 10. 77 (1H, s), 11. 20 (1 
H, s). 

MS 3 1 : flS#fc##3 3 1 (Dfc&mcoMlt 

m^tVX, 3, 5, 6- MJ ^nniMJ^vt^ Rtf3, 5 - tf ^ ( b P 7/V 
*W : 2 6 . 2 % 

X H — NMR (DM S O — d 6 ) : S 7. 88 (1H, s), 7. 93 (1H, s), 
8. 33 (2H, s), 10. 88 ( 1 H, s), 11. 36 ( 1 H, s). 

MS 3 2 : {b-^#-5§-3 3 2 £>^-£^£>®Bt 

m&tvx, 3, [(i, i-vM^vv) ^jv~] rx*3, 

5 - tf ^ (by yjv^ru ^ =^jv) t~v is&m^xw 1 6 h mm^m^n^\ 

S&m : 6 5 . 0 % 

X H — NMR (DMSO-d 6 ) : 5 1. 34 (9H, s), 1.40(9H, s), 
7. 49 (1H, d, J = 2. 2Hz), 7. 82 ( 1 H, d, J=2. 2Hz), 
7. 91 (1H, s), 8. 40 (2H, s), 10. 82 ( 1 H, s), 12. 4 
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4 (1 H, s ). 

M3 3 3 : >fh^#(#-§-3 3 3 <D{k&yo<DW£ 

i&m ■ 3 5 . 9 % 

1 H — NMR (DMSO-d 6 ) : 5 6. 7 3-6. 8 2 ( 2 H, m), 7. 32 
(1H, ddd, J = l. 4, 8. 5, 15. 3Hz), 7. 83 ( 1 H, s), 
8. 39 (2H, s), 10. 50 (1H, d, J = l. 4Hz), 11. 11 (1 
H, s). 

M3 3 4 : fb£4&##3 3 4<D{k&fa<DWLi& 

T~y y^V^«l 6 ip^fcgfeff^fTVV SrWfco 
■ 6 1 . 3 % 

1 H — NMR (DMSO-d 6 ) : 5 7.0 5 (1 H, dd, J = 7. 6, 8. 
OHz), 7. 69 (1H, dd, J = l. 4, 13. 3Hz), 7. 90 ( 1 H, 
s), 7. 93 (1H, dd, J = l. 4, 8. OHz), 8. 44 (2H, s), 
11. 01 (1H, s), 11. 92 (1H, br. s). 
M3 3 5 : ffc-&4fe##3 3 5 ©^•^©SSafi 

JS^fc i/t, 4 - ;* b ^v-i^- y ^-/Hft, Sli^ 3 , 5 - tr ^ (by ^ ^vv) 

: 1 4 . 2 % 

X H — NMR (DMSO- d 6 ) : 5 3. 81 (3H, s), 6. 54 (1H, d, 
J = 2. 5Hz), 6. 61 (1H, dd, J = 2. 5, 8. 8Hz), 7. 83 
(1H, s), 7. 95 (1H, d, J = 8. 8Hz), 8. 45 ( 2 H, s), 1 
0. 69 (1H, s), 11. 89 (1H, s). 
M3 3 6 : ^^#-^-3 3 6 ©te#W©S436 

mW-tVX, 6-* h^^y^/vm, W3, (MJ7;vtn^f;v) 
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: 6 3 . 1 % 

1 H — NMR (DMSO- d 6 ) : 5 3. 2 4 (3H, s), 6. 03 (1H, d, 
J = 8. 0Hz), 6. 05 (1H, d, J=8. 5Hz), 6. 71 ( 1 H, d 
d, J = 8. 2, 8. 5Hz), 7. 25 ( 1 H, s), 7. 88 ( 2 H, s), 9. 
6 7 (1H, s), 10. 3 1 (1H, s) 

m 3 3 7 : it&rnm^ 337 <Dtt&m<Dwm. 

WMt\,X^ 5 -7 5; 7 — N — [3, 5-tf* (hP7/I/tti^f;V) 

- 2 - fc Kn^f^yXT ^ F Ofb-£-#J## 8 8), 22fO^ ^ V^/^^/V^ n V 
K2rfflv^TM9 1 fcll«fciftfts3:fxV\ «Hte#to3r#fco 

JRJ(& : 2 2 . 6 % 

1 H — NMR (DMS O- d 6 ) : 5 2. 93(3 H, s), 7. 02 (1H, d, 
J = 8. 4Hz), 7. 31 (1H, dd, J = 8. 4, 2. 7Hz), 7. 68 
(1H, d, J = 2. 7Hz), 7. 83 ( 1 H, s), 8. 46 ( 2 H, s), 9. 
48 (1H, s), 10. 85 (1H, s), 11. 15 ( 1 H, s). 

m 3 3 s : it&mm^ 338 <Dtt&m<owm. 

K&kVX^ 5-T^y-N- [3, 5 -if* (hp7;i'to^f;i') 7i^;v] 

- 2 - t Ko^^^XT^ K (^-^^#-^-8 8), &tf^V1?:x*/V#;~/l^ n 

: 4 5 . 3 % 

1 H — NMR (DMSO - d 6 ) : 5 6. 89 (1 H, d, J = 8. 7Hz), 7. 
10 (1H, d d, J = 8. 7, 2. 7Hz), 7. 51-7. 64 (4H, m), 
7. 68-7. 71 (2H, m), 7. 81 (1H, s), 8. 42 ( 2 H, s), 
10. 03 (1H, s), 10. 87 (1H, s), 11. 13 ( 1 H, brs). 
093 3 9 : ffc£*##3 3 9 (Ott&m<DW& 

m&tVX, 5-T^y-N- [3, 5 -If* (M)7/^P^f/V) 7xs/l/] 
-2-fcKn^vXT5 K 8 8), W7t f n P KSrJBv^ 
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j&2f3 : 44. 8 % 

'H-NMR (DMSO-d 6 ): 5 2. 0 2 (3H, s), 6. 97 ( 1 H, d, 
J = 8. 7Hz), 7. 61 (1H, dd, J = 8. 7, 2. 7Hz), 7. 82 
(1H, s), 7. 99 (1H, d, J = 2. 7Hz), 8. 46 (2H, s), 9. 
90 (1H, s), 10. 85 (1H, s), 10. 94 (1H, s). 
W 3 4 0 : 3 4 0 ©fl^4fo<WR3i 

N- [3, (M)7^tn^^) -2-^b^rv--5-^ 

^7 7^/MyXT$ K (18 7 (2) (D\Y&W) &J8V^T0!J8O (5) £ |H 

J&Sp : 5 9 . 9 % 

1 H— NMR (DMSO-d 6 ) : 5 7. 17 (1H, d, J = 8.7Hz), 7. 
31 (2H, s), 7. 85 (1H, s ), 7. 86 ( 1 H, dd, J=8. 4, 
2. 4Hz), 8. 26 (1H, d, J = 2. 7Hz), 8. 47 (2H, s), 1 
0. 95 (1H, s), 11. 90 (1H, s). 
MS 4 1 : >fb-a^##3 4 1 (D{b&V0<Dmt 

WMtl^X, 3-t Kn^>t7^l^y-2-*;^yi, 1^3, 5— tf^(b 
y7/i/tn^f^) T=P >-£rfflV>TMl 6 t PJfltojftfts«rfrV\ *«^#*Sr 

I&jfS : 4 6 . 9 % 

1 H— NMR (DMSO-d 6 ): 5 7. 3 6- 7. 4 1 (2H, m), 7. 50 
-7. 55 (1H, m), 7. 79 ( 1 H, d, J=8. 2Hz), 7. 85 (1 
H, d, J = 0. 6Hz), 7. 96 ( 1 H, d, J=8. OHz), 8. 51 (2 
H, s), 10. 98 (1H, s), 11. 05 ( 1 H, s). 

M3 4 2 : -fb^<fe#-§-3 4 2 0>ffc^4&<£>$iB£ 

Mttt, 2 - k Kn^^t7^ 1 -Jj/Vtfl/m, RX$3, 5-tf^(h 
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: 3 0 . 2 % 

1 H-NMR (DMSO-d 6 ):5 7. 2 7 (1 H, d, J = 8. 8Hz), 7. 
3 2- 7. 3 8 (1H, m), 7. 4 5-7. 5 0 (1H, m), 7. 72 ( 1 H, 
d, J=8. 5Hz), 7. 8 2- 7. 9 3 (3H, m) , 8. 50 ( 1 H, s), 
10. 28 (1H, s), 11. 07 (1H, b r s). 

m 3 4 3 : -ffr^Mfe## 3 4 3 <Dik&tfa<DWt 

(1 ) 4 — y^n^e- 3 — t Kn^i^^-^-^ 7 ^ V- 2 — 

4 _^ p ^_ 3 _ t Kn*i/ft73:>'-2-*;^vK ^^/wc^-tVV (5 

0 0 m g , 2 . 1 mm o 1 h 7KM^ h V t? ^ ( 2 6 1 m g , 6. 3 mm o 1 ) 
(O** J (2. 5mL+2. 5mL) M&W-Wt* 2 RtMf&iSSffi Vtc 0 

m.^m^m^'Mu^^m, 2iM?:Jni p h& i t vtc&, mm^^ 
(5 0mD t*#*u ^fp^^T?j«^. m^mm-rhv vj»~c&m 

^I^iffiS*tT, ^ja^^©#^fe v * (3 2 6mg, 6 9. 4%) 

1 H-NMR (CDC 1 3 ) : 5 4. 05 (1 H, brs), 7. 40 (1H, s). 

(2) 4 -^n^e- 3 - t Kn^r^-N- [3 , 5 - If * ( h P ? }V3rxi * ^jV) 

i&sfs : 8 2 . 4 % 

1 H-NMR (CDC 1 3 ) : S 7. 42 (1 H, s), 7. 67 (1H, brs), 
7. 78 (1H, brs), 8. 11 ( 2 H, s), 9. 91 ( 1 H, brs). 
M3 4 4 : fl^#J#-5§-3 4 4 tfMl^H^Mit 

Jg)(sfiLT, 3, 5-tf* (M/7;Vtn^f/V) 7s^y^-h, ^ 
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J[J^ : 4 4 . 8 % 

1 H— NMR (DMSO-d 6 ) : 8 3. 9 8 (2H, s), 7. 22 ( 1 H, t 
d, J = 7. 8, 1. 2Hz), 7. 3 3- 7. 4 0 (2H, m), 7. 87 (1 
H, s), 8. 02 (1H, d, J = 7. 8Hz), 8. 38 ( 2 H, s), 11. 
0 0 ( 1 H, s ). 

M3 4 5 : ^^#)#-^3 4 5 (Di^m^WB. 

JWMtVX, 3, 5 -if* (Ml7/vto^f;v) 7*5/v^y^-h, X. 
: 31. 1 % 

1 H — NMR (DMSO-d 6 ) :5 3. 9 9 (2H, s), 7. 41 (1H, d 
d> j= 8 . 7 , 2 . 4Hz), 7. 47 ( 1 H, d, J = 2. 1Hz), 7. 8 
7 (1H, s), 8. 01 (1H, d, J = 8. 4Hz), 8. 38 (2H, s), 
10. 9 3 (1 H, s). 

M3 4 6 : 3 4 6 ©fl^®J©$4S£ 

: 3 7 . 1 % 

1 H — NMR (DMSO-d 6 ) : 5 7. 0 3 (1H, d, J = 9. 3Hz), 7. 
48 (1H, dd, J = 8. 7, 2. 4Hz), 7. 72 (1H, s), 7. 84 
(1H, d, J = 2. 7Hz), 8. 16 (1H, s), 8. 28 (1H, s), 1 
0. 6 9 ( 1 H, s ), 11. 4 2 ( 1 H, s ). 

W 3 4 7 : {b-£^#-*§- 3 4 7 (D\Y&tfo(OWM 

^vv) 7^yy^v>tfjl 6 £lnI«0>ifcfts8:fTV\ SU&ffr&^Srftfco 

: 6 8 . 0 % 

1 H — NMR (DMSO-d 6 ) : 6 3. 8 5 (3H, s), 7. 02 (1H, s), 
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7. 03 (1H, d, J=8. 7Hz), 7. 48 ( 1 H, dd, J = 8. 7, 2. 
7Hz), 7. 61 (1H, s), 7. 77 ( 1 H, s), 7. 88 (1H, d, J 
= 2. 7Hz), 10. 57 (1H, s), 11. 53 ( 1 H, s). 
m 3 4 8 : 3 4 8 

^^Lt, y^i> Xt* 2 — =e/l";fr !> / - 5 - (f!)7/^n 

: 6 4 . 8 % 

1 H — NMR (DMSO-d 6 ) : 5 2. 9 0 (4H, m), 3. 8 4 (4H, m), 
7. 15 (1H, d, J = 9. 0Hz), 7. 48 (2H, s), 7. 50 ( 1 H, 
dd, J = 9. 0, 2. 7Hz), 8. 00 (1H, d, J = 2. 7Hz), 8. 
91 (1H, s), 11. 24 (1H, s), 12. 05 (1H, s). 



$13 4 9 : ^-^#/#^- 3 4 9 (Dfc&%d<DWt 
: 5 9 . 2 % 

1 H — NMR (DMSO-d 6 ) : 5 7. 10 (1H, d, J = 8.7Hz), 7. 
48 (1H, dd, J=8. 4, 2. 1Hz), 7. 53 ( 1 H, dd, J=8. 
7, 3. 0Hz), 7. 9 7- 7. 9 9 ( 2 H, m), 8. 81 (1H, d, J = 
2. 1Hz), 11. 03 (1H, s), 12. 38 ( 1 H, s). 

W 3 5 0 : te-&#J#-5§- 3 5 0 ©ffr£*l©$836 
^^UT, W3-7^ 7-5- 

^A#m^^^^^^M^T0)J 1 6 i:lll#(D^^fTV\^M^^^#^ 0 
{RsfS : 6 7 . 0 % 

1 H — NMR (DMSO- d 6 ) : 5 3. 9 1 (3H, s), 7. 02 (1H, d, 
J = 9. 3Hz), 7. 43 (1H, dd, J = 9. 0, 2. 4Hz), 7. 57 
(1H, d, J = 2. 4Hz), 8. 13 (1H, s), 8. 23 (1H, s), 8. 
29 (1H, s), 8. 36 (1H, s), 11. 52 (1H, s). 
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09 3 5 1 : ffcl^#l#-S§-3 5 1 <D{k&fa<DW& 

5-^pp-2-tKn^-N- [3 Y*r*/fiJ>Vi$~ ?V— 5 - 
^-n^/V) :7ai~/k] 5 K Wb^##3 50;105mg, 0. 2 

8 lmmo 1), *9S—JV (2. 5 m L) ©iS-^fcfc: 2 &£*SMbtf- b y 9 a* 
^ (0. 6mL) M*.. ifitt3^»#Lfc 0 SJS^^MJXL, @^ 

( 1 0 0 m g , 9 9. 0 %) Sr#7t 0 
1 H-NMR (DMSO- d 6 ) : 5 7. 0 4 (1 H, d, J = 9. 0Hz), 7. 
49 (1H, dd, J = 8. 7, 2. 7Hz), 7. 91 ( 1 H, d, J = 2. 7 
Hz), 7. 93 (1H, s), 8. 43 ( 1 H, s), 8. 59 ( 1 H, s), 1 
0. 7 8 (1H, s), 11. 4 8 (1H, s). 
M3 5 2 : {k^#l#-§-3 5 2 (Dit-&fy)<DWk 

WMt LT, XT* 2- ( 2 -5- (h 

y ^/W^n^/V) T^y ^^rfflV^T^l 6 £ IHfil^jSifls^TVV ^H^#/£r 

: 89. 6 % 

1 H-NMR (CDC 1 3 ) : 5 6. 94 (1 H, d, J = 9. 6Hz), 6. 9 
8 (1H, d, J=9. 2Hz), 7. 25-7. 41 (4H, m) , 7. 48-7. 
57 (3H, m), 7. 81 ( 1 H, d, J = 6. 9Hz), 7. 88 ( 1 H, d, 
J = 6. 9Hz), 7. 95 (1H, d, J = 8. 9Hz), 8. 72 ( 1 H, s), 
8. 83 (1H, d, J = 2. OHz), 11. 70 ( 1 H, s). 
M3 5 3 : i^m^3 5 3 <D{bl^3©$Kt 

WMt UT. 5-^not!)f;^ W2- (2, 4-^nn7x^^) 
_ 5 _ ( ^ y T - y ^^r^V^T#"!ll 6 £ IU#CD^f^^rfTV\ ^ 
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: 4 . 7 % 

'H-NMR (CDC 1 3 ) : 5 6. 78 (1 H, d, J = 8. 9 Hz), 7. 0 

2 (1H, d, J = 8. 6Hz), 7. 16 (1H, d, J=8. 6Hz), 7. 

3 3- 7. 3 8 (3H, m), 7. 42 (1H, dd, J = 8. 6, 2. 6Hz), 

7. 49 (1H, d, J = 2. 6Hz) 7. 58 ( 1 H, d, J = 2. 3Hz), 

8. 66 (1H, brs,), 8. 82 (l.H, d, J = 2. OHz), 11. 65 
(1H, s). 

i3 5 4 : te£-#0##3 5 4 ©te£4fea>843£ 

-5- (h^/V'tn^^) P ^SrffiV^T^ i 6 i PI^©Jfef^Sr 
J&sf* : 6 0 . 5 % 

1 H — NMR (CDC1 3 ):6 1. 85-2. 05 (2H, m), 2. 15 (2 

H, d, J = 10. 9Hz), 2. 28 ( 1 H, m) , 2. 82 ( 2 H, t, J = 
11. OHz), 3. 16 (2H, d, J = 12. 2Hz), 7. 02 ( 1 H, d, 
J = 8. 9Hz), 7. 31 (1H, d, J = 8. 3Hz), 7. 42 ( 2 H, m), 
7. 50 (1H, d, J = 2. 6Hz), 8. 75 ( 1 H, s), 9. 60 ( 1 H, 
s), 11. 94 (1H, s) 

053 5 5 : ffr£*<fe#-^3 5 5 <Dtt&tfa<DWk 

fflftkVX, RTF 2- (2, 2, 2- Ml 

_ 5 - (fy7/vto^f'^) T— P ylrfflv^fll 6 £ l^ig<£>$^f^ : §r^T 
I&sfS : 9 4 . 5 % 

X H — NMR (CDC1 3 ):5 4. 58 (2H, q, J = 7. 9Hz), 6. 9 
9-7. 05 (2H, m), 7. 41-7. 50 ( 3 H, m), 8. 63 ( 1 H, 
brs), 8. 79 (1H, d, J = 2. OHz), 11. 59 (1H, s). 

M 3 5 6 : ft;-g-^#-*§-3 5 6 (0\\^m<OW^& 
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- (by7;ktn^f;v) T~ y y^ffiv^W 1 6 t IHIIIcdM5<HtI\ ^Sft 
1&5|< : 8 0 . 6 % 

] H-NMR (DMSO-d 6 ): 5 3. 7 4 (3H, s), 6. 70 ( 1 H, d, 
J = 8. 4Hz), 7. 02 (1H, d, J=8. 7Hz), 7. 07 (1H, d 
d, J = l. 5, 7. 8Hz), 7. 2 4-7. 3 9 (4H, m) , 7. 49 ( 1 H, 
dd, J = 3. 0, 8. 7Hz), 8. 00 ( 1 H, d, J=3. OHz), 8. 
92 (1H, d, J = 2. 1Hz), 11. 36 ( 1 H, s), 12. 18 ( 1 H, 
s). 

$13 5 7 : ^#J#-^-3 5 KD^m^mt 

m$\-bVX, 5-? titi-f~})?~sum, (4-^nn-3, 5-vM^vl- 

-5- (fy7/^n^f;W) y V^ffl V^TM 1 6 £ WlM^m 

ft*«rfrv\ «Hft#*SrWfc„ 
JR^ : 9 1 . 5 % 

1 H — NMR (DMSO-d 6 ): 5 2. 3 4 ( 6 H, s), 7. 03 ( 1 H, d, 
J = 8. 8Hz), 7. 05 (1H, d, J=8. 1Hz), 7. 11 ( 2 H, s), 
7. 4 3-7. 4 7 (1H, m), 7. 48 (1H, dd, J = 2. 9, 8. 8H 
z), 7. 97 (1H, d, J = 2. 6Hz), 8. 94 ( 1 H, d, J = 2. 2 

Hz), 11. 25 (1H, s), 12. 12 ( 1 H, s). 

0!l 3 5 8 : fc*&m^3 5 8 (D\^m<omk 

JlC3fs(-£ b"C, 5 -9 n ni^y ^Fvl^ &t)?2 - t°-<y - 5 - (MJ7;VtP 
}&3$z : 7 3 . 7 % 

1 H — NMR (CDC 1 3 ) : 5 1. 68-1. 72 (2H, m), 1. 80-1. 
88 (4H, m), 2. 89 (4H, t, J = 5. 2Hz), 7. 01 ( 1 H, d, 
J = 8. 7Hz), 7. 31 (1H, d, J = 8. 4Hz), 7. 3 9-7. 4 3 (2 
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H, m), 7. 55 (1H, d, J = 2. 4Hz), 8. 73 ( 1 H, d, J = l. 
8Hz), 9. 71 (1H, s), 12. 05 ( 1 H, s) 
m 3 5 9 : 3 5 9 ©fl^fcOfiBS 

mffikVX, (4-^^7s/^) -5- 

( b y ^ ^vv) T =- y ^^rfflv^TM 16i l*MIS<E>iftffs£rfTV\ «»f&# 

f[Z^ : 6 7 . 3 % 

1 H — NMR (DM SO - d 6 ) : 5 2. 33 (3H, s), 6. 93 (1H, d, 
J = 8. 8Hz), 7. 03 (1H, dd, J = 0. 5, 8. 8Hz), 7. 12 
(2H, d, J = 8. 2Hz), 7. 29 (2H, d, J = 8. 5Hz), 7. 4 

3 (1H, dd, J = 2. 0, 8. 6Hz), 7. 48 ( 1 H, ddd, J=0. 
8, 2. 7, 8. 8Hz), 7. 98 ( 1 H, dd, J = 0. 8, 2. 7Hz), 
8. 94 (1H, d, J = 2. 2Hz), 11. 29 ( 1 H, s), 12. 15 (1 
H, s). 

W 3 6 0 : ik&<&)^-%- 3 6 0 <Dlt&i&0<VW& 

JK^i tt, 5 -^nniMJ^/Ufc. (4-^nn7i;^» -5- 

(M)7/vtn^f;v) T~y ^Srfflv^TMi 6 £ H«©jftfts«rfT v\ *ffl^fc:# 

JR* : 7 4 . 5 % 

1 H — NMR (DMSO-d 6 ) : 5 7. 01 (1H, d, J = 8. 8Hz), 7. 
06 (1H, d, J = 8. 5Hz), 7. 22 ( 1 H, d, J = 8. 5Hz), 7. 

4 3-7. 4 8 (2H, m), 7. 50 ( 2 H, d, J = 8. 2Hz), 7. 94 (1 
H, dd, J = 0. 5, 2. 7Hz), 8. 92 (1H, d, J = 2. 2Hz), 
11. 2 0 (1H, s), 12. 10 (1H, s). 

MS 6 1 : fl^<&##3 6 1 <Dfc&m<DW& 

m&tVX^ 5 -^n^E— 2 - t Kn^V-N- [3, 5 - tr ^ b^S^/V 

rff^/VO K Offr£*<fe## 1 7 0) ^V^M3 5 1 t H« 
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: 8 9 . 0 % 

1 H — NMR (DMSO— d 6 ) : 5 6. 9 8 ( 1 H, d, J = 8. 7Hz), 7. 
60 (1H, dd, J=8. 7, 2. 4Hz), 7. 24 (1H, dd, J = 8. 
7, 2. 7Hz), 8. 08 ( 1 H, d, J= 2 . 7Hz), 8. 24 ( 1 H, t, 
J = l. 5Hz), 8. 57 (2H, d, J = l. 2Hz), 10. 67 ( 1 H, 
s ), 11. 6 4 (1 H, s ). 
M 3 6 2 : ^-^^#-^-3 6 2 <D^^)OM3t 

Ifiitt, 5-^nniMJ^/ix^ N RTF 2 -*?-;V- 5 - [(1-^^-) 
: 1 9 . 1 % 

1 H — NMR (CDC 1 3 ) : 5 1. 26 ( 6 H, d, J = 6. 9Hz), 2. 3 
0 (3H, s), 2. 8 7 -2. 9 6 ( 1 H, m), 7. 00 ( 1 H, d, J = 8. 
7Hz), 7. 08 (1H, d d, J=7. 8, 1. 8Hz), 7. 20 ( 1 H, 
d, J = 7. 8Hz), 7. 40 ( 1 H, dd, J = 8. 7, 2. 4Hz), 7. 
49 (1H, d, J = 2. 7Hz), 7. 50 ( 1 H, s), 7. 71 ( 1 H, s), 
11. 9 9 ( 1 H, s ). 

M 3 6 3 : fl^^#-*§-3 6 3 Ofl^-feGDMSt 

Ml 6 ^H#<D^«rfrV\ TOte^&#fcL 0 

J&Spi : 5 9 . 2 % 

1 H — NMR (DMSO-d 6 ):5 1. 32 (3H, t, J = 6. 9Hz), 1. 
41 (3H, t, J = 6. 9Hz), 3. 97 (2H, q, J = 6. 9Hz), 4. 
06 (2H, q, J = 6. 9Hz), 6. 61 ( 1 H, dd, J=9. 0, 3. 0 
Hz), 6. 98 (1H, d, J = 8. 7Hz), 7. 10 ( 1 H, d, J = 8. 
7Hz), 7. 48 (1H, d d, J=8. 7, 2. 7Hz), 7. 97 ( 1 H, 
d, J = 2. 7Hz), 8. 16 (1H, d, J = 3. 0Hz), 10. 96 (1 
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H, s), 11. 9 1 (1 H, s). 

M 3 6 4 : 3 6 4 tfMfc^Ogijt 

1 6 kmm<vm¥%n\<\ mmi^m^m^ 

v&m : 9 0 . 5 % 

1 H — NMR (CDC 1 3 ): 5 2. 2 8 (3H, s), 2. 35 (3H, s), 

6. 99 (1H, d, J=8. 8Hz), 7. 02 ( 1 H, brs), 7. 15 (1 
H, d, J = 7. 7Hz), 7. 40 ( 1 H, dd, J = 8. 8, 2. 5Hz), 

7. 45 (1H, brs), 7. 49 ( 1 H, d, J = 2. 5Hz) 7. 70 (1 
H, br), 11. 96 (1H, brs). 

^3 6 5 : ffc;#4&##3 6 5 ©flS#4&©JS3fi 

WMtVX, 5-^onfj;f;HJ N ^5-^a-2-^7;7=!)y|rffl 
j&sfs :90. 0 % 

1 H — NMR (DMSO-d 6 ): 5 7. 0 9 ( 1 H, d, J = 9. 0Hz), 7. 
53 (1H, dd, J = 8. 7, 3. 0Hz), 7. 82 ( 1 H, dd, J = 8. 
7, 2. 4Hz), 7. 95 ( 1 H, d, J = 3. 0Hz), 8. 07 ( 1 H, d, 
J = 2. 4Hz), 8. 36 (1H, d, J = 9. 0Hz), 11. 11 (1H, 
s), 12. 36 (1H, s). 
m 3 6 6 : ik&m^r^ 3 6 6 <Dft&m<OW&. 

m+bVX, $:TJ«5- (N, N-^W/I/7r^ 

/v) -2-^ h^T-r^fflv^il 6 iH«©Jfef^Srffv\ «»fb#*&3r 

I&Sfs : 4 4 . 8 % 

1 H — NMR (CDC 1 3 ) : 5 1. 17 (6H, t, J = 7. 3Hz), 3. 2 
9 (4H, q, J = 7. 3Hz), 4. 05 (3H, s), 7. 00 (2H, dd, 
J = 2. 3, 8. 9Hz), 7. 41 ( 1 H, dd, J = 2. 3, 8. 9Hz), 
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7. 48 (1H, d, J = 2. 6Hz), 7. 65 ( 1 H, dd, J = 2. 3, 8. 
6Hz), 8. 56 (1H, br. s), 8. 84 ( 1 H, d, J = 2. 3Hz), 
11. 8 2 (1H, s). 

M3 6 7 : 4b&Va&&3 6 7 o^^4^©3K3S 
: 7 3 . 3 % 

1 H — NMR (CD 3 OD) : 5 6. 9 8 (1 H, d, J = 8. 6Hz), 7. 4 
3 (1H, dd, J = 2. 6, 8. 6Hz), 7. 74 ( 1 H, d, J=8. 9H 
z), 7. 99 (1H, dd, J = 3. 0, 8. 9Hz), 8. 08 (1H, d, 
J = 2. 6Hz), 9. 51 (1H, d, J = 2. 6Hz) 
M3 6 8 : -ft -£^#-51- 3 6 8 <Dik&l%}(DW£ 

WMtVX s Jit* 5- (N-7xc;^A'^/V) - 

: 4 0 . 3 % 

1 H — NMR (DMSO-d 6 ) : 5 3.9 9 (3H, s), 7.0 9 (2H, d 
d, J = 6. 6, 6. 9Hz), 7. 24 (1H, d, J = 8. 6Hz), 7. 3 
5 (2H, dd, 6. 9, 7. 3Hz), 7. 49 (1H, d, J = 2. 3, 8. 
9Hz), 7. 77 (3H, d, J = 8. 6Hz), 8. 00 (Hi, s), 8. 9 
7 (1H, s), 10. 17 (1H, s), 10. 91 (1H, s), 12. 11 (1 
H, s). 

M 3 6 9 : ik&m^^ 3 6 9 ©^feoSI 

Ml 6 fc |i||«l©ifef1s&*TV\ |S{^ft?:#fc„ 
iRgpi : 7 3 . 9 % 

1 H — NMR (CDC 1 3 ) : 5 3. 8 2 ( 3 H, s), 3. 9 3 (3H, s), 
6. 66 (1H, dd, J = 3. 0, 8. 9Hz), 6. 86 ( 1 H, d, J = 8. 
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9Hz), 6. 98 (1H, d, J = 8. 9Hz), 7. 39 ( 1 H, dd, J = 
2. 6, 8. 9Hz), 7. 47 ( 1 H, d, J = 2. 6Hz), 8. 08 (1H, 
d, J=3. OHz), 8. 60 (1H, br. s), 12. 03 (1H, s). 
W3 7 0 : -fb-^#J#-5§-3 7 0 <DW& 

l&m : 1 6 . 9 % 

1 H — NMR (DMSO-d 6 ) : 5 2.0 1 (3H, s), 3.8 5 (3H, s), 
7. 03 (2H, t, J = 9. 6Hz), 7. 49 ( 2 H, dd, J = 8. 9, 9. 
2Hz), 7. 96 (1H, s), 8. 51 ( 1 H, s), 9. 87 (1H, s), 
10. 82 (1H, s), 12. 03 (1H, d, J=4. OHz). 
M3 7 1 : ^^#^-3 7 1 <Dfc&fa<DW& 

m&k tt, 5-* nniMJ ?vH£ N ^5-7 h dp-V- 2 - 7 f;V7= V 
flX^ : 1 0 0 % 

1 H — NMR (CDC 1 3 ) : 5 2. 29 ( 3 H, s), 3. 82 (3H, s), 
6. 75 (1H, dd, J = 2. 6, 8. 2Hz), 7. 00 ( 1 H, d, J = 8. 
9Hz), 7. 16 (1H, d, J = 8. 6Hz), 7. 38 ( 1 H, d, 2. 3 
Hz), 7. 41 (1H, dd, J = 2. 3, 8. 9Hz), 7. 48 (1H, d, 
J = 2. 3Hz), 7. 70 (1H, br. s ), 11. 92 ( 1 H, s). 
m 3 7 2 : ffc;-&4&##3 7 2 ©fb#*K0lB6 

JfOfsf^UT^ 5-^nnf!I«, W2, 5 - v 5 ^ b * v-T= U ^Srffl V^T 

Ml 6 i: |nIfifc©tftf^«rfTV\ SHHfc-^toSrWfc- 
J&s£ : 7 3 . 9 % 

1 H — NMR (CDC 1 3 ) : 5 0. 98 (3H, t, J = 7. 2Hz), 1. 0 
5 (3H, t, J = 7. 2Hz), 1. 4 4-1. 6 5 (4H, m) , 1. 72- 
1. 79 (2H, m), 1. 81-1. 91 (2H, m), 3. 97 (2H, t, 
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J = 6. 3Hz), 4. 07 (2H, t, J = 6. 3Hz), 6. 64 ( 1 H, d 
d, J=9. 0, 3. 0Hz), 6. 85 ( 1 H, d, J = 9. 3Hz), 6. 9 
9 (1H, d, J = 9. 0Hz), 7. 39 ( 1 H, dd, J=8. 7, 2. 4H 
z), 7. 44 (1H, d, J = 2. 7Hz), 8. 08 ( 1 H, d, J=3. 0 
Hz), 8. 76 (1H, s), 12. 08 ( 1 H, s). 
MS 7 3 : {b^#l#-^3 7 3 ©fb-^OSSat 
mfltVX, 5 naiMJ TsvM, RT$2, 

iRs^ : 5 9 . 7 % 

1 H-NMR (CDC 1 3 ) : 5 0. 97 (6H, d, J = 6. 6Hz), 1. 0 
3 (6H, d, 6. 6Hz), 1. 6 4- 1. 9 8 ( 6 H, m) , 3. 99 (2H, 
t, J = 6. 6Hz), 4. 09 (2H, t, J = 6. 3Hz), 6. 63 (1H, 
dd, J = 8. 7, 3. 0Hz), 6. 85 (1H, d, J = 8. 7Hz), 6. 
98 (1H, d, J = 8. 7Hz), 7. 38 ( 1 H, dd, J = 9. 0, 2. 4 
Hz), 7. 43 (1H, d, J = 2. 7Hz), 8. 09 (1H, d, J = 3. 
0Hz), 8. 75 (1H, s), 12. 08 ( 1 H, s). 
ffl 3 7 4 : 3 7 4 (Dfc&VQ<DW& 

: 3 1 . 2 % 

1 H-NMR (CD 3 OD):5 4. 86 (3H, s), 6. 93 (1H, d, J 
= 7. 6Hz), 7. 18 (1H, d, J = 8. 6Hz), 7. 35 ( 1 H, dd, 
J = 3. 0, 7. 6Hz), 7. 47 ( 1 H, dd, J = 2. 0, 8. 6Hz), 
8. 00 (1H, d, J = 3. 0Hz), 8. 80 ( 1 H, d, J=2. OHz). 

093 7 5 : 3 7 5©^-^*©»3fi 

JS^i: UT, W 5 - [(1, l-Vt^M ^ntf/V] 

•-2-7x/^7=yy»T^Jl 6 fclTOoSfeftsSrfi^, ilft^lr# 
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: 6 5 . 2 % 

1 H-NMR (CDC 1 3 ): 5 0. 6 9 (3H, t, J = 7. 6Hz), 1. 2 
9 (6H, s), 1. 64 (2H, q, J = 7. 6Hz), 6. 91 (1H, dd, 
J = l. 7, 7. 6Hz), 6. 96 (1H, d, J = 8. 9Hz), 7. 03 (2 
H, d, J=8. 9Hz), 7. 10 (1H, dt, J = l. 7, 7. 6Hz), 
7. 16 (1H, dt, J = l. 7, 7. 6Hz), 7. 40-7. 31 (4H, 
m), 8. 42 (1H, dd, J = 2. 0, 7. 9Hz), 8. 53 (1H, br. 
s) 11. 9 4 (1 H, s). 
M3 7 6 : {^#)#-^3 7 6 (D\^m<DW& 

,vi£z=.;v) 7 - y y ^fflv>T« 1 6 ^ ^ii©s^^TV\ mm^m^m^ 

: 33. 0 % 

1 H-NMR (CDCI3): 5 0. 92 (3H, t, J = 6. 9Hz), 1. 4 
0-1. 59 (6H, m), 1. 90-2. 01 (2H, m), 3. 09 ( 3 H, 
s), 4. 22 (2H, t, J = 6. 3Hz), 7. 01 ( 1 H, d, J = 8. 9 
Hz), 7. 06 (1H, d, J = 8. 6Hz), 7. 4 0-7. 4 3 (2H, m), 

7. 73 (1H, dd, J=8. 6, 2. 3Hz), 8. 74 ( 1 H, brs), 

8. 99 (1H, d, J = 2. 3Hz), 11. 76 (1H, s). 
M3 7 7 : Ib-^H-^ 3 7 7 <D^^COUt& 

WMtVX, 3 ' -T^/-2, 2, 4' -h'J^ 

Ifcl^ : 4 4 . 8 % 

X H — NMR (CDC 1 3 ) : 5 1. 38 (9H, s), 2. 38 (3H, s), 7. 
01 (1H, d, J = 8. 9Hz), 7. 31 ( 1 H, d, J = 7. 9Hz), 7. 
42 (1H, dd, J = 8. 9, 2. 6Hz), 7. 53 ( 1 H, d, J = 2. 6 
Hz), 7. 57 (1H, dd, J = 7. 9, 2. OHz), 7. 83 (1H, b 
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r s), 8. 11 (1H, d, J = 2. 0Hz), 11. 82 ( 1 H, s). 
^13 7 8 : fl^^#-*§- 3 7 8 <Dfc&m<Dm& 

W.m : 5 3 . 4 % 

'H-NMR (CDC 1 3 ) : 5 2. 46 (3H, s), 6. 51-6. 52 (2 
H, m), 6. 8 2-6. 8 5 ( 3 H, m), 6. 93 ( 1 H, d, J=8. 9Hz), 
7. 06 (1H, d, J = 7. 9Hz), 7. 30 ( 1 H, d, J=7. 9Hz), 
7. 32 (1H, dd, J = 2. 3, 8. 9Hz), 7. 61 ( 1 H, s), 8. 
2 9 (1H, s), 11. 8 6 (1H, b r . s). 
13 7 9 : fl^#J#-5§-3 7 9 <D^mcom^ 

jRsfS : 8 . 0 % 

X H — NMR (CDC 1 3 ) : 5 2. 38(3 H, s), 7. 02(1 H, d, J 
= 8. 9Hz), 7. 25-7. 31 ( 3 H, m), 7. 46 ( 1 H, dd, J = 2. 

6, 8. 9Hz), 7. 68 ( 2 H, d, J = 8. 6Hz), 7. 74 ( 1 H, d, 
J = 2. 3Hz), 7. 96 (1H, d, J = 8. 6Hz), 8. 56 ( 1 H, d, 
J = 2. OHz), 10. 75 (1H, s), 11. 70 ( 1 H, s). 

M3 8 0 : it^m^3 8 0 <ZMfc-^<D$SB£ 

j^^UlT, 5 - ^ p n 1MJ ^=-71/^ ^lO? 2 n u- 5 - fv'/kT^ V 
: 4 3 . 5 % 

1 H — NMR (CDC 1 3 ) : 5 2. 3 8 ( 3 H, s), 7. 0 2 ( 1 H, d, J 
= 8. 9Hz), 7. 27 (1H, d, J = 7. 9Hz), 7. 29 (1H, dd, 
J = 2. 0, 6. 6Hz), 7. 46 (1H, dd, J = 2. 3, 8. 9Hz), 

7. 68 (2H, d, J = 8. 6Hz), 7. 73 ( 2 H, d, J = 2. 3Hz), 
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7. 97 (1H, d, J = 8. 6Hz), 8. 56 ( 1 H, d, J=2. 0Hz), 
10. 7 3 (1H, s), 11. 7 1 (1H, s). 
MS 8 1 : {k^#)#-^3 8 1 <D\Y&*fo(DW& 

WMtVX, 5 -^PPtU^fx ^.152-7/^13- 5- (^^vW^/Vtff^ 
IR^ : 2 8 . 8 % 

X H-NMR (CDC 1 3 ) : S 3. 12 (3H, s), 7. 03 (1H, d, J 
-8. 9Hz), 7. 38 (1H, dd, J = 8. 6, 10. 2Hz), 7. 45 
(1H, dd, J = 2. 3, 8. 9Hz), 7. 53 ( 1 H, d, J=2. 3Hz), 
7. 80 (1H, ddd, J = 2. 3, 4. 6, 8. 6Hz), 8. 25 ( 1 H, 
s), 8. 98 (1H, d d, J = 2. 3, 7. 7Hz), 11. 33 ( 1 H, b 
r . s ) . 

MS 8 2 : 8 2<D>f^^^M5t 

i&2p :77. 0 % 

1 H — NMR (CDC 1 3 ):5 3. 9 8 ( 3 H, s), 6. 80 ( 1 H, d, J 
= 8. 8Hz), 6. 90 (1H, d, J = 8. 8Hz), 6. 9 5- 7. 0 0 (3 
H, m), 7. 0 4- 7. 0 9 ( 1 H, m) , 7. 2 9 - 7. 3 5 (2H, m) , 7. 
38 (1H, dd, J = 8. 8, 2. 6Hz), 7. 47 (1H, d, J = 2. 6 
Hz), 8. 19 (1H, d, J=2. 9Hz), 8. 61 (1H, brs), 11. 
9 2 ( 1 H, s ). 

MS 8 3 : fc£*##3 8 3 <E»f i!J3£ 

jgUfsf^bT, / S:D ? 3-T^y-4-^^-/Vtf^^=/i.tr 
iRspi : 4 7 . 7 % 

1 H — NMR (DMSO-d 6 ) : 5 2. 3 3 (3H, s), 7. 06 (1H, d, 
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J = 8. 7Hz), 7. 4 3-7. 52 (4H, m), 7. 6 4-7. 6 7 ( 2 H, 
m), 8. 04 (1H, d, J = 2. 7Hz), 8. 19 ( 1 H, d, J = l. 5 
Hz), 10. 40 (1H, s), 12. 22 ( 1 H, s). 

MS 8 4 : 3 8 4 ©JKS 

Jj^i UT, 5 - ^ n a M ?VVgfc % (a, a-v^^VW^vVv) - 

: 8 9 . 0 % 

1 H — NMR (CDC 1 3 ) : 5 1. 72 (6H, s), 3. 93 (3H, s), 

6. 83 (1H, d, J = 8. 8Hz), 6. 93 ( 1 H, dd, J = 2. 6, 8. 
8Hz), 6. 96 (1H, d, J = 9. 2 Hz), 7. 15-7. 20 ( 1 H, in), 

7. 2 5-7. 2 8 (4H, m), 7. 36 ( 1 H, dd, J = 2. 6, 8. 8H 
z), 7. 46 (1H, d, J = 2. 6Hz), 8. 35 ( 1 H, d, J = 2. 6 
Hz), 8. 51 (1H, s), 12. 04 ( 1 H, s). 

MS 8 5 : it&m^r^ 3 8 5 <Dft&m<DW& 

WMt Lt, y 7 - 2 -~ b a T~ y ^ 

i&s^ : 4 . 1 % 

1 H — NMR (DMSO-d 6 ):5 3. 46-3. 52 (4H, m), 3. 85- 
3. 94 (4H, m), 7. 03 ( 1 H, d, J=8. 8Hz), 7. 47 ( 1 H, 
dd, J = 2. 9, 8. 8Hz), 7. 80 (1H, dd, J = 2. 6, 8. 8H 
z), 7. 82 (1H, d, J = 2. 6Hz), 7. 88 ( 1 H, d, J = 8. 8 
Hz), 8. 20 (1H, d, J = 2. 2Hz), 10. 70 ( 1 H, s), 11. 
4 3 (1 H, s) 

M3 8 6 : ft^#J#^3 8 6 ©fc-&4fe©JKafi 

Jl^UT, 5 na-^y ^v«, -~7?V0rxi- 2- (1— 

/v) y ^^fflv^r^ij i6i m«i©jftf^srff v\ mmit&m&nfco 

Sfc^. : 3 3 . 8 % 
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1 H — NMR (DMSO-d 6 ):5 6. 99 (1H, d, J = 8. 8H z), 7 . 
12-7. 19 (2H, m), 7. 42-7. 51 ( 3 H, m), 7. 89 ( 1 H, 
d, J = 2. 8Hz), 7. 93 (1H, d, J = l. 1Hz), 8. 34 ( 1 H, 
dd, J = ll. 4, 2. 8Hz), 10. 39 ( 1 H, s), 11. 76 ( 1 H, 
b r s ) . 

^J3 8 7 : 3 8 7 <D{k<km<DW& 

v>T0!ll 6 £ ISI«l©tftf^Srffv\ WJH-fb^WSrW^o 
Ifc^ : 1 5 . 3 % 

1 H — NMR (CDC 1 3 ) ■ 5 0. 9 9 (3H, t, J = 7. 3Hz), 1. 3 
9-1. 51 (2H, m), 1. 5 9-1. 7 3 (2H, m) , 2. 71-2. 79 (2 
H, m), 7. 03 (1H, d, J = 8. 9Hz), 7. 41-7. 49 (3H, m) , 
7. 92 (1H, s), 8. 07 ( 1 H, dd, J = 2. 3, 8. 4Hz), 8. 
75 (1H, d, J = 2. 4Hz), 11. 51 ( 1 H, s). 
M3 8 8 : ffcl#4&#*3 8 8 ©ft^©H 

J^^^UT, 5-^nn1MJ?vHfe. M5- [(1, 1-v^^vV-) ^PtVV] 
- 2 - t Fo^rVT- V >-&m^XW 1 6 t ISI«©tftfPSrffV\ *»ffc£*4&3r# 

iR^ : 3 6 . 0 % 

1 H — NMR (CDC 1 3 ) : 5 0. 70 ( 3 H, t, J = 7. 4Hz), 1. 2 
8 (6H, s), 1. 63 (2H, q, J = 7. 4Hz), 6. 97 ( 1 H, d, 
J = 6. 3Hz), 7. 00 (1H, d, J = 6. 6Hz), 7. 08 ( 1 H, s), 
7. 14 (1H, dd, J = 2. 5, 8. 6Hz), 7. 36 (1H, d, J = 2. 
2Hz), 7. 42 (1H, dd, J = 2. 5, 8. 8Hz), 7. 57 (1H, 
d, J = 2. 5Hz), 8. 28 (1H, s), 11. 44 ( 1 H, s). 
m 3 8 9 : fc&lfa&flr 3 8 9 ©fl^4fe©Slj& 
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JRafs : 7 4 . 2 % 

1 H — NMR (DM S O — d 6 ) : 5 2. 27 (3H, s), 3. 85 (3H, s), 
6. 90 (1H, dd, J = 9. 0, 2. 4Hz), 6. 98 ( 1 H, d, J = 9. 
0Hz), 7. 05 (1H, d, J = 9. 0Hz), 7. 47 ( 1 H, dd, J = 
9. 0, 3. 0Hz), 7. 97 ( 1 H, d, J = 3. OHz), 8. 24 ( 1 H, 
d, J=2. 4Hz), 10. 79 (1H, s), 12. 03 ( 1 H, s). 
13 9 0 : ^^#3#-5§-3 9 0 <Dfc&%l<DW&. 

Ml 6 tif«?rffv\ «M^1^£#fc 0 
IR^ : 8 1 . 5 % 

1 H — NMR (DMSO-d 6 ) : 5 6. 98-7. 07 ( 1 H, m), 7. 07 
(1H, d, J = 9. OHz), 7. 3 7- 7. 4 9 (1 H, m), 7. 52 (1 
H, d d, J = 8. 7, 3. OHz), 7. 95 ( 1 H, d, J = 2. 7Hz), 
8. 15-8. 22 (1H, m), 10. 83 ( 1 H, s), 12. 25 (1H, 
s). 

m 3 9 i : fc&mm-g- 391 <Dtt&m<DW& 

Ml 6 £Ptt<D^f1s<HTV\ ^UHte^3r#fc„ 
jRspi : 8 2 . 0 % 

X H — NMR (DMSO-d 6 ) : 8 7. 0 0 ( 1 H, t t, J = 9. 3, 2. 
1), 7. 03 (1H, d, J = 9. OHz), 7. 47 ( 1 H, dd, J = 7. 
5, 2. 7Hz), 7. 49 ( 1 H, d, J = 2. 7Hz), 7. 51 ( 1 H, d, 
J = 2. 1Hz), 7. 82 (1H, d, J = 3. OHz), 10. 63 (1H, 
s), 11. 43 (1H, brs). 
M3 9 2 : {^^(#^-3 9 2 <D\\&*to<DW& 

JPfJfsfi: UT> 2- (5-7o^- 2-t Ko^^^^^)T5/-4-[(l, 



332 



WO 03/103665 



PCT/JP03/07120 



##i 9 7) &m^xM8 2 tmm<Dmfc&ft\<\ mmfc&vo&wt. 

: 8 5 . 5 % 

1 H— NMR (DMSO-d 6 ): 5 1. 44 (9H, s), 7. 00 ( 1 H, d, 
J = 9. 0Hz), 7. 62 (1H, dd, J = 9. 0, 2. 7Hz), 8. 02 
(1H, d, J = 2. 4Hz), 11. 83 (1H, brs), 12. 04 ( 1 H, 
brs), 12. 98 (1H, brs). 
M3 9 3 : f fc^J&#-§- 3 9 3 ©-fb^»©»Jt 

J^JR-fL-C. 5-^n^^-y^/m N W2-7U-4-7i^Vf7y - ^ 

-5-@^m ^f/^j/^fflV^il 9 5 (3) fcPI«©tftf^*m\ *JH 

\Yi-&m?£'mz-o W\ M2 0 3 (1) ©Mft-efe5o) 

IR^S : 32. 1 % 

mp 288. 5-229. 5°C. 

1 H — NMR (DMSO-d 6 ):5 3. 66 (3H, s), 3. 95 (2H, s), 

6. 99 (1H, d, J = 8. OHz), 7. 42 ( 1 H, d, J = 6. OHz), 

7. 48 (2H, brt, J = 7. 6Hz), 7. 56-7. 61 (3H, m) , 

8. 07 (1H, d, J = 2. 4Hz), 11. 85 ( 1 H, brs), 11. 9 
8 ( 1 H, brs). 

M3 9 4 : fl^<fe##-3 9 4©^i©Il 

2- (5-^^-2-1:^^^^^) 75/-4-7x^f7/- 
/V— 5-#/l^V^ ^^Vlo^yvk (>ffc;-^#-J§- 2 0 9) 3rJlVvCM8 2 £ 
ES^gfefe&frVV HS^^^r#fc 0 Wt^fl&tt, M2 1 2 (1) <D\\L^m^ 

So) 

: 6 7. 0% 

1 H — NMR (DMSO-d 6 ): 5 7. 00 ( 1 H, d, J = 8. 8Hz), 7. 
4 2-7. 4 4 (3H, m), 7. 62 (1H, dd, J = 8. 8, 2. 4Hz), 
7. 70-7. 72 (2H, m), 8. 04 (1H, d, J = 2. 4Hz), 12. 
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31 (1H, b r s), 12. 99 (1H, brs). 
M3 9 5 : ik-km^f^ 3 9 5 (D{k&Vo<Dm%£ 
(1) 2 — T 5! 7 - 4 - [3 , 5 -If* (MJ7;Vto^^) 7s^]f7 , Z 

3' , 5' -tr* (M)7;Vtn^f^) 7tf7 3 :/y (0. 5 1g, 2. 0 
mmol) Of >?tKP79V (5mL) igjfclzi, 7x^H>!)^Wy ; e 
-^Ab y^a 0*(7 5 3mg, 2mmo 1 ) MUX 5 B#ffi*# 

71/ (5mL), ft!^V7 (1 5 2mg, 2mmo 1 ) 3 0 ^fWl^fE 

iftaif /^-ettw bvt„ g^m^^esr&fp^tSTK't?^^ &*?*gw-b v vj*x 

_ ( n : /v= 2 : 1) 7?ft®k n-^f^«$#tt, 

««fl^fc©»IS&'fe*ti8i (5 2 0. lmg, 83. 3%) £#fc 0 

1 H — NMR (CDC1 3 ):5 5. 03 (2H, s), 6. 93 (1H, s), 

7. 7 7 (1 H, s), 8. 2 3 (2H, s). 

( 2) 5 _^pp_ 2 -tKn^-N- {4- [3, 5 - tf ^ (MJ7/l'to 
7*f/k) 7x=;H f7)/^-2— f;W ^yX7 5 K (fl^%##3 9 5) 
5-^nnf!Jf;Vi (17 2. 6 m g , 1 mm o 1 h 2 ~75 7~ 4 -[3 , 
5 — If* (M)7;Vtn^f;V) 7s=/V]f7 , /-/V ( 3 1 2 . 2mg, 1mm 
o 1 h HS'fby (4 4 ju L, 0. 5mmo 1 K ^e/^nn-<V^V (5mL) 

(n-^f-V :g^m^f^=3 : 1-^2 : 1) -C*t$£bT, ««^»©8feJit 
(10 9. 8 m g , 23. 5 %) £r#fco 
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1 H— NMR (DMSO-d 6 ): 8 7. 0 8 ( 1 H, d, J=8. 7Hz), 7. 
53 (1H, dd, J = 9. 0, 3. 0Hz), 7. 94 ( 1 H, d, J = 3. 0 
Hz), 8. 07 (1H, s), 8. 29 ( 1 H, s), 8. 60 (2H, s), 1 
1. 77 (1H, s), 12. 23 (1H, s). 
M3 9 6 : {b£4&##3 9 6 (D^^^^M^ 

: 2 3 . 2 % 

1 H— NMR (DMSO-d 6 ): § 7. 02 ( 1 H, d, J = 9. 3Hz), 7. 
42 (1H, ddd, J=9. 0, 4. 8, 0. 6Hz), 7. 47 (1H, dd, 
J = 8. 7, 5. 7Hz), 7. 92 (1H, d, J = 2. 7Hz), 8. 15 (1 
H, ddd, J = 8. 4, 2. 4, 1. 5Hz), 8. 35 ( 1 H, dd, J = 7. 
8, 1. 5Hz), 8. 86 (1H, d, J = 2. 4Hz), 10. 70 ( 1 H, 
s). 

M3 9 7 : ^-^%##3 9 7 <0\^^Q(OWk 
JR^ : 1 2 . 3 % 

'H-NMR (DM SO- d 6 ):6 7. 07 (1 H, d, J=8. 7Hz), 7. 
42 (1H, d, J = 7. 8Hz), 7. 51 ( 1 H, dd, J = 8. 7, 2. 7 
Hz), 7. 82 (1H, t, J = 7. 5Hz), 7. 94 ( 1 H, d, J = 3. 
0Hz), 8. 24 (1H, d, J = 7. 8Hz), 10. 95 ( 1 H, s), 11. 
9 7 (1 H, s). 

M3 9 8 : flS<£H&## 3 9 8 (Dlk&$)<DWkT& 
(1) 2-7t^-5-^nn-N- (t°y^v?V-2 — f/V) 

K 
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^v>tii9 8 (3) bmwkvi&YE&ft^. mmih^m^m^o 

J&i|S : 1 9 . 7 % 

1 H— NMR (CDC 1 3 ): 5 2. 42 (3H, s), 7. 19 (1H, d, J 
= 8. 7Hz), 7. 54 (1H, dd, J = 8. 7, 2. 7Hz), 8. 01 (1 
H, d, J = 2. 4Hz), 8. 28 ( 1 H, dd, J = 2. 4, 1. 8Hz), 
8. 42 (1H, d, J = 2. 4Hz), 9. 09 ( 1 H, s), 9. 66 ( 1 H, 
d, J = l. 8Hz). 

(2) 5-^nn-2-tKn^-N- 2 -^f/l-) ^^X7 ^ 

K 3 9 8) 

j^^LX, 2 -Ti? h=3fiX- 5 n n-N- JJ 2 ->f 7^) 

X7 5KI:ffiV^J2 (2) £l^8l©ifef£&fTV\ tHJH^I^^fco 
JR^ : 7 2 . 6 % 

1 H — NMR (DMSO-d 6 ) : S 7. 09 (1 H, d, J = 9. 0Hz), 7. 
52 (1H, dd, J=8. 7, 2. 7Hz), 7. 96 ( 1 H, d, J = 2. 7 
Hz), 8. 4 4-8. 4 7 ( 2 H, m), 9. 49 ( 1 H, s), 10. 99 (l 
H, s), 12. 0 4 (1 H, s). 

m 3 9 9 •• -f^^/#^- 399 <Di^m<Dm^ 

: 1 0 . 3 % 

1 H — NMR (DMSO-d 6 ): 5 6. 9 8 ( 1 H, d, J = 8. 8Hz), 7. 
59 (1H, dd, J=8. 8, 2. 4Hz), 8. 00 ( 1 H, d, J = 2. 8 
Hz), 8. 86 (2H, s), 11. 09 ( 1 H, s), 11. 79 ( 1 H, s). 

M4 0 0 : {fc-£-^#-5§-4 0 0 <Z>ft^fe<^SBt 

WMbl^X, 2- (5 -r/ia*— 2- t Kndri/^<^yV/V) T^/-4-^m 
n/Vf/y^/V- 5 (-f^fe#^-3 9 4), t'/V7 5 

V^TM2 12 (2) i:R^©|ftf^S:^TV\ kl®(b-a^ &#fco 
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: 2 3 . 1 % 

1 H — NMR (DMSO-d 6 ) : 8 0. 82 (3H, t, J = 7. 5Hz), 1. 
39-1. 51 (2H, m), 3. 13 (2H, q, J = 6. 6Hz), 7. 02 
(1H, d, J = 9. 0Hz), 7. 4 0-7. 4 8 ( 3 H, m), 7. 63 (l 
H, dd, J = 8. 7, 2. 7Hz), 7. 6 8- 7. 7 2 ( 2 H, m), 8. 0 
6 (1H, d, J = 2. 7Hz), 8. 18 ( 1 H, t, J = 5. 7Hz), 11. 
87 (1H, brs), 12. 14 (1H, brs). 
^4 0 1 : ^^#^-4 0 1 (Dlk&mcDmik 

Jfc^ : 1 5 . 0 % 

1 H — NMR (DMSO-d 6 ): 5 2. 49 (3 H, s), 7. 07 (1H, d, 
J = 8. 7Hz), 7. 52 (1H, dd, J = 8. 7, 2. 8Hz), 7. 84 
(1H, s), 7. 97 (1H, d, J = 2. 8Hz), 8. 60 ( 1 H, s), 1 
0. 69 (1H, brs), 12. 07 ( 1 H, brs). 
M4 0 2 : ^-£^#-§-4 0 2 (D\Y&m<OW& 

/v) 7=!Jy^iv^ii 6 ^MfMv\ »»ffc^&#;fco 

:66. 5 % 

1 H — NMR (DMSO-d 6 ) : 5 7. 03 (1H, d, J = 8. 7Hz), 7. 
48 (1H, dd, J = 8. 7, 2. 7Hz), 7. 73 (1H, d, J = 8. 7 
Hz), 7. 86 (1H, d, J = 2. 4Hz), 8. 00 ( 1 H, dd, J=8. 
7, 2. 4Hz), 8. 32 ( 1 H, d, J = 2. 4Hz), 10. 69 ( 1 H, 
s), 11. 4 9 (1H, s). 
M4 0 3 : {b^^#-^4 0 3 (D^^O^M^. 
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MM : 3 3 . 4 % 

1 H — NMR (DMSO-d 6 ) : 5 1. 2 4 (6H, d, J = 6. 6 Hz), 2. 
9 7- 3. 0 6 (1 H, m), 7. 06 (1H, d, J = 8. 7Hz), 7. 51 
(1H, dd, J = 8. 7, 2. 7Hz), 7. 61 ( 1 H, s), 7. 62 (1 
H , d, J = 7. 5Hz), 7. 98 ( 1 H, d, J = 2. 7Hz), 8. 03 (1 
H, d, J = 8. 1Hz), 10. 67 (1H, s), 12. 21 ( 1 H, s). 
M4 0 4 : ^^#^-4 0 4 <ZM^fe<£>$SBt 

WMtl^X, 5-^onf!)«, XT* 3- ( h V ~7 ^ f-;V) T~y>- 

^rfflv^rMi 6 tmm<Dmff^n^\ mmfc&^&'&fro 

: 6 8 . 5 % 

1 H— NMR (DMSO - d 6 ):5 7. 03 (1 H, d, J = 8 . 6Hz), 7. 
46-7. 51 (2H, m), 7. 62 ( 1 H, t, J = 7. 9Hz), 7. 90 
(1H, d, J = 3. 0Hz), 7. 94 ( 1 H, d, J = 9. 2Hz), 8. 2 
1 (1H, s), 10. 64 (1H, s), 11. 58 ( 1 H, brs). 
M4 0 5 : ^-^^#^-4 0 5 (D^^^0<DM^ 

/V) T^P y^fflV^jl 6 ^[^I«^^^ffV^ ^JH^^^#f-o 
jRifi : 1 8 . 7 % 

1 H — NMR (DMSO - d 6 ) : S 7. 08 (1 H, d, J = 9. 0Hz), 7. 
54 (1H, dd, J = 8. 7, 2. 7Hz), 7. 94 ( 1 H, d, J = 2. 7 
Hz), 8. 17 (1H, dd, J = 9. 0, 2. 4Hz), 8. 46 (1H, d, 
J=l. 8Hz), 8. 88 (1H, d, J = 9. 0Hz), 12. 19 (1H, 
s), 12. 2 5 (1 H, s). 
M4 0 6 : ^-£^#-§-4 0 6 (D^m^U^ 

Mitt, 5-^nnf!)f;Hs RX* 2 , 6-^nn-4- 

n^^/i^) r-y y^ivMTMi 6 ^[niiii(D^fis^fTV\ mmit^^^tco 
i&m - 2 2 . i % 
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1 H — NMR (DMSO-d 6 ) : 8 7. 0 7 (1 H, d, J = 8. 7Hz), 7. 
55 (1H, dd, J=8. 7, 2. 7Hz), 7. 99 ( 1 H, d, 3=2. 4 
Hz), 8. 10 (2H, s), 10. 62 ( 1 H, s), 11. 88 (1H, s). 
M4 0 7 : 0 7 ©fb<^Nfe©R3£ 

: 5 5 . 8 % 

1 H — NMR (DMSO-d 6 ) : 5 7. 0 4 (1 H, d, J = 8.7Hz), 7. 
49 (1H, dd, J = 8. 7, 2. 7Hz), 7. 80 ( 1 H, d, J=2. 7 
Hz), 8. 17 (2H, s), 8. 43 ( 1 H, s), 10. 94 (1H, s), 
11. 3 4 ( 1 H, s ). 
094 0 8 : fls£^##4 0 8 

Mi LT, 5 - ^ n n f- V ^4-^^-3- (f!)7/^n^f 

zk) t=D y^iv^Ml 6 i:|Rl«©*f^*ffv\ «JH^te*#fe, 
: 8 1 . 2 % 

1 H — NMR (DM SO - d 6 ) =5 7. 0 3 (1 H, d, J = 8.7Hz), 7. 
48 (1H, dd, J = 9. 0, 2. 7Hz), 7. 8 5- 7. 9 4 ( 3 H, m) , 
8. 31 (1H, d, J = l. 8Hz), 10. 67 ( 1 H, s), 11. 48 (1 
H, s). 

M4 0 9 : fc-£-4&##4 0 9 ©^^*©JKfi 
ffftbt, ^4-^^-2- ( h !) 

/I/) 7=!) y^lV^t^Jl 6 i^O^S:m\ IR»fb£-*>&#fco 
IR*:.4 1. 8% 

1 H — NMR (DMSO-d 6 ): 5 7. 0 7 (1 H, d, J=8. 7Hz), 7. 
52 (1H, dd, J = 9. 0, 2. 7 Hz), 7. 93-7. 97 ( 3 H, m) , 
8. 21 (1H, d, J = 9. 3Hz), 10. 81 ( 1 H, s), 12. 28 (1 
H, s ). 
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094 1 0 : ^^##4 1 0 <T>tt&m<DWk 

/v) r~y y^riv^Mi e i:ini«©mf^^ffv\ mm^m^m^ 

Um : 1 7 . 6 % 

X H — NMR (DMSO-d 6 ):5 7. 10 (1H, d, J = 9. 0Hz), 7. 
53 (1H, d d, J = 8. 7, 3. 0Hz), 7. 82 ( 1 H, dd, J = 9. 
0, 1. 8Hz), 7. 98 (1H, d, J=3. OHz), 8. 11 ( 1 H, d, 
J = l. 5Hz), 8. 67 (1H, d, J=8. 7Hz), 11. 05 ( 1 H, 
s), 12. 40 (1H, s). 

M4 11 : fbl^##4 1 1 (Dit^^m-m. 

UPct tt, 5 — ? p nf y ^/v^ ^.1^4 2 - (M)7;v^n^ 
)&m : 3 6 . 0 % 

1 H — NMR (DMSO-d 6 ): 5 7. 06 (1 H, d, J = 9. OHz), 7. 
52 (1H, dd, J=8. 7, 2. 7Hz), 7. 63 ( 1 H, td, J = 8. 
7, 3. 3Hz), 7. 71 (1H, dd, J = 8. 7, 3. OHz), 7. 97 
(1H, d, J = 2. 7Hz), 8. 11 (1H, dd, J = 8. 7, 5. 1Hz), 
10. 67 (1H, s), 12. 20 (1H, s). 
M4 1 2 : ik&mm^A 1 2©M©S1' 

Mi It, — f y^n tVi/^-^^- 2 - (hy 

tt-o 

: 3 9 . 2 % 

1 H — NMR (DMSO-d 6 ):6 1. 29 (6H, d, J = 5 . 7Hz), 4. 
6 7-4. 7 9 (1 H, m), 7. 04 ( 1 H, d, J = 9. OHz), 7. 22 
(1H, d, J = 2. 7Hz), 7. 30 ( 1 H, dd, J = 8. 7, 2. 7Hz), 
7. 51 (1H, dd, J = 8. 7, 2. 4Hz), 7. 86 ( 1 H, d, J = 9. 
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0Hz), 7. 99 (1H, d, J = 3. 0Hz), 10. 50 ( 1 H, s), 12. 
18 (1 H, s ). 

094 1 3 : fb-ai^#-S§-4 1 3 0>fc&%KD%T& 

WMbl^X, 5 vvy-y RT$2, 4 -v>^ h^V- 5- ( b !) 7/V 

tf-n ^ ^/ix) t~ V is&m^xm 16i l*l«©tfefts«:fTV\ M@^^&#;fc. 0 
IR^S : 1 9 . 0 % 

1 H — NMR (CDC l s ) : 5 3. 93 (3H, s), 4. 03 (3H, s), 6. 
70 (1H, s), 6. 98 (1H, d, J = 8. 9Hz), 7. 39 ( 1 H, d 
d, J=8. 9, 2. 6Hz), 7. 45 ( 1 H, d, J = 2. 6Hz), 8. 2 
9 (1H, brs,), 8. 54 (1H, s), 11. 92 ( 1 H, s). 
094 1 4 : 1 4©ft^OlI 

Mibt, 5-^nntyf;H, M2, 4 -S^^tf-n- 6- ( M) 7;V 
^-n^^/v) 7 = 9 ySrfflv^^J 1 6 i: l^f ©jftf^«:ff v\ Wmk&Qo&&fco 
IR^S : 6 6 . 0 % 

1 H — NMR (DMSO-d 6 ): 5 7. 0 6 ( 1 H, d, J = 8. 8Hz), 7. 

51 (1H, dd, J = 8. 8, 2. 8Hz), 7. 82 ( 1 H, t, J = 10. 
7Hz), 7. 94 (1H, d, J = 2. 8Hz), 8. 64 ( 1 H, d, J = 8. 
OHz), 10. 78 (1H, s), 12. 37 ( 1 H, brs). 

094 1 5 : flS-g-4fe##4 1 5(Dfc&m<Dm& 

WMtVX^ W^-v'Ty- 2- (h!)7;Vto^f 

/^) 7=yy%fflv^Mi 6 tra«©tfefP&fi l v\ «»fb£**&#fco 

:24. 8 % 

1 H — NMR (DMSO-d 6 ): 5 7. 0 6 (1 H, d, J=8. 8Hz), 7. 

52 (1H, dd, J = 2. 8, 8. 8Hz), 7. 94 ( 1 H, d, J = 2. 8 
Hz), 8. 17 (1H, dd, J = l. 8, 8. 9Hz), 8. 31 ( 1 H, d, 
J = 2. 1Hz), 8. 63 (1H, d, J = 8. 9Hz), 11. 16 ( 1 H, 
s), 12. 4 5 (1 H, b r . s). 
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14 1 6 : ^^#^-4 1 6 (D\^*fo(Dmk 

m^tVX, 5 wV-V =7-/^, RXF4—?vtvi-2— 

^^;vfc~;v) -5- (M]7;kto^f^) T=- V >-%m V^TM 1 6 t W\W<D 

i&m : 8 . 5 % 

1 H — NMR (CDC 1 3 ) : 6 6. 9 8 ( 1 H, d, J = 8. 9Hz), 7. 1 
3 (1H, d, J = 2. 6Hz), 7. 22 ( 2 H, d, J = 8. 6Hz), 7. 
34 (2H, d, J = 8. 6Hz), 7. 40 ( 1 H, dd, J = 2. 3, 8. 9 
Hz), 7. 66 (1H, s), 8. 71 (1H, s), 8. 80 (1H, s), 1 
1 . 4 2 (1 H, s ). 

i4 1 7 : ^-^^#^-4 1 7 (D\Y&m<DWt 

m&tVT, ^(ji5-^nn-2-^fn-4- OP 

: 2 2 . 8 % 

1 H — NMR (DMS 0-d 6 ):6 7. 08 (1 H, d, J = 8. 8Hz), 7. 
55 (1H, d d, J = 8. 8, 2. 8Hz), 7. 93 ( 1 H, d, J = 2. 8 
Hz), 8. 52 (1H, s), 9. 13 ( 1 H, s), 12. 38 ( 1 H, brs), 
12. 4 5 (1 H, s). 

M4 1 8 : fl^«-5§-4 1 8 <?Mfcl^#W#St 

Ig^iLT, 5 w^V^-sl/M, RXf2, 3-^7/1^^-0-4- (f!)7;V 
^-n^^-zv) T^y y&fflV^jl 6 ^|W]«(Z)^^^tV\ f|fjll^l^£#fc 0 
: 2 1 . 8 % 

1 H — NMR (DMS O-d 6 ) :5 7. 07 (1 H, d, J = 8 . 8Hz), 7. 
53 (1H, d d, J = 2. 9, 8. 8Hz), 7. 66 ( 1 H, dt, J = l. 
8, 7. 7Hz), 7. 93 (1H, d, J = 2. 6Hz), 8. 35 ( 1 H, t, 
J = 7. 7Hz), 11. 02 (1H, d, J = l. 5Hz), 12. 32 ( 1 H, 
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s). 

M4 1 9 : {b^#-^-4 1 9 <Dfc&m(DM& 

WMtVX, 5-^nnf!)f/^ 4' -i?T^S-2, 2' - If ^ 

*W : 3 5 . 9 % 

lH "NMR (DMSO-d 6 ) : 5 7. 0 5 (2H, d, J = 8. 8Hz), 7. 
39 (2H, d, J = 8. 5Hz), 7. 49-7. 51 ( 2 H, m), 7. 91 (2 
H, d, J = 2. 5Hz), 7. 99 (2H, dd, J = 2. 0, 8. 5Hz), 
8. 31 (2H, d, J = l. 9Hz), 10. 71 (2H, s), 11. 54 (2 
H, s). 

094 2 0 : fl^4&##4 2 0 ©-ffc£^©$IH6 

^W^b-C, &t>* 2 , 3, 5, 6-ff77;^n-4 

- (M)7;vtP^;v) T~ y ^SrJSv>TM 1 6 £ PTO©tftfts&ffV\ fltffrfc 

I&sp : 4 2 . 5 % 

^-NMR (DMSO-d 6 ) : 6 7. 0 8 (1 H, d, J = 8.8Hz), 7. 
53 (1H, dd, J = 2. 9, 8. 8Hz), 7. 89 ( 1 H, d, J = 2. 6 
Hz), 10. 65 (1H, br. s), 11. 76 ( 1 H, br. s). 

094 2 1 : -fb^*#-§-4 2 1 <Dit&m<DmM 

Ml 6 fcR«©SfeffrMfv\ aUB-fb^«j*#yt 0 

Jfc^i =22. 4 % 

1 H— NMR (DMSO-d 6 ) : 5 2.0 5 (3H, s), 7. 01 ( 1 H, d, 
J = 8. 7Hz), 7. 2 4- 7. 3 9 ( 3 H, m), 7. 47 ( 1 H, dd, J 
= 9. 0, 3. OHz), 7. 97 ( 1 H, d, J = 3. OHz), 8. 03 (1 
H, s), 10. 01 (1H, s), 10. 41 (1H, s), 11. 87 ( 1 H, 
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s). 

094 2 2 : ^-£^##4 2 2 (Dty&Zfo<DWfe 

(1) 2 — Tir h^e-V— 5 — 9 ta n — N— (S-^/W^^f^x^/V) ^yX 

: 1 5 . 8 % 

1 H— NMR (CDC 1 3 ) : 5 2. 33 (3 H, s), 5. 89 (1H, brs), 

6. 31 (1H, brs), 7. 14 ( 1 H, d, J = 9. 0Hz), 7. 42- 

7. 49 (2H, m), 7. 5 5- 7. 5 8 (1H, m), 7. 80 ( 1 H, d, 
J = 2. 7Hz), 7. 93 (1H, d, J = 8. 1Hz), 8. 07 ( 1 H, s), 

8. 7 1 (1 H, s ). 

(2) 5 n n — 2 - t Ko df-V— N— (S-^A'W^xs/l') 
75 K 4 2 2) 

gfti bt, 2-7tKv'-5-^no-N- ( 3 -*;W^/V7 :n~/V) 
^yX7 5F»ti2 (2) irPI^lftf^^v^ a«^-^fe*#^io 
J&sfs : 7 6 . 0 % 

1 H— NMR (DMSO-d 6 ): 8 7. 0 3 (1 H, d, J = 8. 7Hz), 7. 
40 (1H, brs), 7. 45 ( 1 H, t, J = 7. 5Hz), 7. 48 (1H, 
dd> J = 8. 7, 2. 4Hz), 7. 6 2-7. 6 5 ( 1 H, m), 7. 86- 
7. 89 (1H, m), 7. 9 8- 7. 9 9 (2H, m) , 8. 15 ( 1 H, t, 
J = l. 8Hz), 10. 51 (1H, s), 11. 85 ( 1 H, s). 
M4 2 3 : ^^##4 2 3 ©<ffr&4fe©SI3S 

JRspi : 1 9 . 3 % 

1 H— NMR (DMSO-d 6 ): 8 2. 7 9 (3 H, d, J = 4. 5Hz), 7. 
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03 (1H, d, J = 9. 0Hz), 7. 43-7. 51 (2H, m), 7. 59 
(1H, dt, J=8. 1, 1. 5Hz), 7. 87 ( 1 H, ddd, J = 8. 1, 
2. 1, 0. 9Hz), 7. 99 ( 1 H, d, J = 2. 4Hz), 8. 15 (1H, 
t, J = l. 8Hz), 8. 46 (1H, d, J = 4. 2Hz), 10. 52 (1 
H, s ), 11. 8 4 ( 1 H, s ). 
M4 2 4 : ik&mm%-4 2 A(D\Y&m(OW8t 

v^r^fji 6 tmm^m^^, iis^^^#^ 0 

J]X^ : 5 2 . 5 % 

1 H — NMR (DMSO-d 6 ) : 6 1. 14 (12 H, s), 2. 96-3. 1 
3 (2H, m), 7. 16 ( 1 H, d, J = 8. 7Hz), 7. 23 ( 1 H, d , 
3 = 7. 5Hz), 7. 33 (1H, dd, J = 8. 4, 6. 6Hz), 7. 52 
(1H, dd, J = 8. 7, 2. 4Hz), 8. 11 ( 1 H, d, 3 = 2. 4Hz), 
10. 09 (1H, s), 12. 40 (1H, s). 
M4 2 5 : ffr&-4&##4 2 5 <D\^m(OW& 

I&3|< : 5 8 . 6 % 

1 H — NMR (DMSO-d 6 ) : 5 2.2 9 (3H, s), 7.0 1 ( 1 H, d, 
J = 8. 7Hz), 7. 18 (1H, d, J = 8. 1Hz), 7. 47 ( 1 H, d 
d, J=8. 7, 2. 7Hz), 7. 58 ( 1 H, d, J = 8. 4Hz), 7. 9 
8 (1H, d, 3 = 2. 7Hz), 10. 35 ( 1 H, s), 11. 94 ( 1 H, 
s). 

M4 2 6 : 4 2 6 (D\Y&m<OW& 

1 6 £R#©Ms£*tV\ «®fb£4fe«r#fc:o 
: 5 9 . 6 % 
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1 H — NMR (DMSO-d 6 ) : 8 2. 1 9 (6H, s), 7. 01 (1H, d, 
J = 9. 0Hz), 7. 15-7. 16 (2H, m), 7. 50 (1H, dd, J 
= 9. 0, 2. 7Hz), 8. 07 ( 1 H, d, J = 2. 7Hz), 10. 03 (l 
H, s), 10. 10 (1H, s), 12. 29 ( 1 H, s). 

M4 2 7 : {b-^#J#^-4 2 7 <Dfc-&mV>Wt 
MMtl^X^ 5 n n-^y f/Wt, &^3, 

l 6 P«©»f^«:m\ WHMb^fc&Wfc. 
: 6 8 . 3 % 

1 H — NMR (DMSO-d 6 ) : 8 2. 20 (3H, s), 2. 23 (3H, s), 
7. 01 (1H, d, J = 9. OHz), 7. 13 ( 1 H, d, J = 8. 4Hz), 
7. 4 0-7. 4 7 (2H, m) , 7. 47 ( 1 H, dd, J = 9. 0, 2. 7H 
z), 7. 99 (1H, d, J = 2. 7Hz), 10. 29 ( 1 H, s), 11. 9 
7 (1 H, b r s ). 

M4 2 8 : fl^#J#-S§-4 2 8 (D4t&m<DWki& 

mntVT^ 5-^nnfPf-/l#, RtF2, 4, 6- h V t^T—V is&m 
: 6 1 . 0 % 

1 H— NMR (DMSO-d 6 ) : 8 2. 14 (6H, s), 2. 26 (3H, s), 
6. 95 (2H, s), 7. 00 ( 1 H, d, J = 9. 3Hz), 7. 48 (1H, 
dd, J=8. 7, 2. 7Hz), 8. 09 ( 1 H, d, J = 2. 4Hz), 10. 
03 (1H, s), 12. 37 (1H, s). 

M4 2 9 : fls£^#-5§-4 2 9 ©'fb'g'ttWjWS 

JBRJfti: LT\ 5-^onf!)f;V», 3 - (^7;^^ f^) 
i|W : 4 1 . 4 % 

1 H — NMR (CDC 1 3 ): 8 7. 0 0 ( 1 H, d, J = 9. OHz), 7. 0 
9 (1H, d, J = 7. 5Hz), 7. 4 0-7. 4 8 ( 3 H, m), 7. 51 (l 
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H, d, J = 2. 4Hz), 7. 64 ( 1 H, s), 7. 94 ( 1 H, s), 11. 
6 6 (1 H, s). 

«4 3 0 : ^^#^-4 3 0 <Dfc&ffa<DW& 

mftkVX, 5-^nptyf;kE RTfi 2 -< ' <-y*?fi>T~ V V&fflV^Tfll 1 6 
: 9 3 . 3 % 

1 H — NMR (CDC 1 3 ): 8 4. 08 (2H, s), 6. 56 (1H, d, J 
= 2. 5Hz), 6. 92 (1H, d, J = 8. 8Hz), 7. 2 0-7. 4 6 (9 
H, m), 7. 53 (1H, brs), 7. 85 ( 1 H, d, J = 8. OHz), 1 
2. 01 (1H, brs). 
094 3 1 : -fk^##4 3 1 <D\Y&m<OW& 

M^LT, 5 - n n 1MJ ^vUL RT* 4 - (M)7;^n^ f^f^) 
V&JBwrMl 6 ^[^#<D^^fV\ «»ffr&4fe&»fc:„ 
jR^5 : 2 0 . 4 % 

1 H — NMR (DMS O-d 6 ) :5 7. 03 (1 H, d, J = 9 . 3 H z), 7. 
39 (2H, d, J=9. OHz), 7. 48 ( 1 H, dd, J = 9. 0, 2. 7 
Hz), 7. 83 (2H, d, J = 9. 3Hz), 7. 92 (1H, d, J = 2. 
7Hz), 10. 54 (1H, s), 11. 78 ( 1 H, s). 

M4 3 2 : 4 3 2©^-&*©3R3fi 

Mit-C, $.t>*2, 4-^^00/=^^^^ 

1 6^i«W\ «H^-&**»fe, 
i&Sp : 6 0 . 0 % 

X H — NMR (DMSO-d 6 ): 5 7. 0 8 ( 1 H, d, J=8. 7Hz), 7. 
4 8- 7. 5 4 (2H, m), 7. 75 ( 1 H, d, J = 2. 1Hz), 7. 98 
(1H, d, J = 2. 7Hz), 8. 44 (1H, d, J = 8. 7Hz), 10. 
9 3 (1 H, s), 12. 3 1 (1 H, s ). 

M4 3 3 : 4 3 3 ©^^fc©384afi 
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i&spi : 6 9 . 0 % 

1 H — NMR (DMSO-d 6 ): 5 1. 29 (9H, s), 7. 01 ( 1 H, d, 
J = 8. 7Hz), 7. 39 (2H, d, J = 8. 4Hz), 7. 47 ( 1 H, d 
d, J = 8. 7, 2. 7Hz), 7. 61 (2H, d, J = 8. 4Hz), 7. 9 
9 (1H, d, J = 2. 4Hz), 10. 37 (1H, s), 11. 96 ( 1 H, 
s). 

M4 3 4 : ^1^#/#-*§- 4 3 4 ©te<&4&©J43£ 
Ifc^ : 7 9 . 5 % 

1 H — NMR (DMSO-d 6 ): 5 2. 14 (3H, s), 2. 29 (3H, s), 
7. 03 (1H, d, J = 9. OHz), 7. 06-7. 15 (2H, m) , 7. 
46-7. 51 (2H, m), 8. 05 ( 1 H, d, J=3. OHz), 10. 3 
2 (1 H, s), 12. 2 8 (1H, s). 

M4 3 5 : 4 3 5 <Dft&fa<DW& 

Ifc^ : 8 0 . 7 % 

1 H — NMR (DMSO-d 6 ): 5 1. 98-2. 08 (2H, m), 2. 81 
-2. 89 (4H N m), 7. 01 (1H, d, J = 8. 8Hz), 7. 21 (l 
H, d, J = 8. 0, Hz), 7. 42 ( 1 H, dd, J=8. 0, 1. 9Hz), 
7. 48 (1H, dd, J = 8. 8, 2. 8Hz), 7. 60 (1H, s), 7. 
99 (1H, d, J = 2. 8, Hz), 10. 34 ( 1 H, s), 12. 00 (l 
H, b r s ). 

M4 3 6 : 3 6 (Dfc&t&WH&fe 
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i 6 ^ih«(d^^tv\ mm^m^mt^o 

: 3 7 . 1 % 

1 H — NMR (DMSO-d 6 ) :5 2. 23 (3H, s), 2. 28 (3H, s), 
7. 03 (2H, d, J = 8. 7Hz), 7. 10 (1H, s), 7. 49 ( 1 H, 
dd, J = 9. 0, 2. 7Hz), 7. 63 (1H, d, J = 8. 1Hz), 8. 
03 (1H, d, J = 2. 4Hz), 10. 24 ( 1 H, s), 12. 25 ( 1 H, 
s). 

M4 3 7 : -fb<£^##4 3 7 (Dik&m<DMl& 
: 2 1 . 5 % 

1 H — NMR (CDC1 3 ): 8 1. 36 (6H, d, J = 6. OHz), 4. 5 
2-4. 64 (1H, m), 6. 75 (1H, ddd, J = 8. 4, 2. 4, 0. 
9Hz), 6. 99 (1H, d, J = 8. 7Hz), 7. 03 ( 1 H, ddd, J 
= 8. 1, 2. 1, 0. 9Hz), 7. 25-7. 31 ( 3 H, m) , 7. 39 (1 
H, dd, J = 8. 7, 2. 4Hz), 7. 49 ( 1 H, d, J = 2. 4Hz), 
7 . 8 1 ( 1 H, s). 

#14 3 8 : ^-^^#^-4 3 8 (D^^WM. 

1 6 tmm<Dm^%m\ mmi^m^m^ 

W& = 1 0 . 3 % 

X H — NMR (DMSO-d 6 ):6 7. 05 (1 H, d, J = 8 . 7Hz), 7. 
43 (1H, dd, J=8. 7, 7. 8Hz), 7. 54 ( 1 H, dd, J = 9. 
0, 2. 7Hz), 7. 62 ( 1 H, d, J = 8. 1Hz), 8. 05 ( 1 H, d, 
J = 2. 4Hz), 10. 52 (1H, s), 12. 01 (1H, s). 

M4 3 9 : ^"^^#^-4 3 9 (Di^m^W^. 
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I&2ps : 7 6 . 8 % 

1 H — NMR (DMSO-d 6 ):5 1. 26 (6H, d, J = 6. 3Hz), 4. 
5 2-4. 6 4 (1 H, m), 6. 93 ( 2 H, dt, J = 9. 0, 2. 1Hz), 
7. 46 (1H, dd, J = 9. 0, 2. 7Hz), 7. 58 ( 2 H, dt, J = 
9. 0, 2. 1Hz), 7. 99 ( 1 H, d, J = 3. OHz), 10. 36 (1 
H, s ), 11. 8 3 ( I H, b r s ). 
M4 4 0 : ^^^/#^-4 4 0 (Dit^fDM^: 

IR^ : 5 9 . 2 % 

1 H — NMR (CDC1 3 ):5 7. 01 (1H, d, J = 9. 3Hz), 7. 4 
2-7. 52 (4H, m), 8. 23 (1H, s), 8. 31 ( 1 H, d, J = 9. 
3Hz), 11. 35 (1H, s ). 
M4 4 1 : 4 1 <Dfc&Vo<DWm 

WMtVX, 5-^nof!)f/^ -zf^/VT— V ^&m^XW 1 6 t 

JR^ :77. 6 % 

1 H — NMR (CDC 1 3 ) : 5 0. 8 9 (3 H, t, J = 6. 9Hz), 1. 2 
7—1. 36 (6H, m), 1. 5 6- 1. 6 4 (2H, m), 2. 61 (2H, 
t, J = 7. 8Hz), 6. 99 (1H, d, J = 9. OHz), 7. 21 (2H, 
d, J = 8. 7Hz), 7. 39 (1H, dd, J = 9. 0, 2. 7Hz), 7. 
44-7. 49 (3H, m), 7. 8 0 (1H, s), 11. 96 (1H, s). 
M44 2 : {^^#-^-4 4 2 ©ffc<&*&©S3S 

MSi: Lt, 5-^nnf!)f/* 3 -t^/I'T— y ^S:fflV>TMl 6 i: 
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: 8 8 . 3 % 

1 H— NMR (CDC1 3 ): 5 2. 38 (3H, s), 6. 98 (1H, d, J 
= 8. 8Hz), 7. 03 (1H, d, J = 7. 4Hz), 7. 2 5-7. 4 0 (4 

H, m), 7. 48 (1H, d, J = 2. 2Hz), 7. 83 (1H, brs), 1 

I. 92 (1H, brs). 

M4 4 3 : flS<£-46»##4 4 3 <E>-ffr£-0&©S&3£ 

Ml 6 fcliItS©iftf£&fTV\ S®fb£ , *&&#;fco 
JR^S : 9 0 . 6 % 

1 H — NMR (CDC1 3 ):5 1. 15 — 1. 47 (5 H, m) , 1. 56-1. 
87 (5H, m), 2. 4 0-2. 5 3 ( 2 H, m) , 7. 01 ( 1 H, d, J = 
8. 8Hz), 7. 21 (2H, d, J=8. 5Hz), 7. 47 (1H, dd, 
J = 8. 8, 2. 7Hz), 7. 60 (2H, d, J=8. 5H), 8. 00 (1 
H, d, J = 2. 7Hz), 10. 36 (1 H, s), 11. 98 (1H, brs). 
#14 4 4 = {b-£^#-*§-4 4 4 (D\Y&%Q<DW& 

Jfts^ : 9 0 . 3 % 

1 H — NMR (DMSO-d 6 ): 5 3. 9 3 (2H, s), 7. 01 ( 1 H, d, 
J = 9. OHz), 7. 16-7. 32 (7H, m), 7. 57 (1H, dd, J 
= 9. 0, 2. 7Hz), 7. 61 ( 2 H, d, J = 8. 4Hz), 7. 96 (l 
H, d, J = 2. 4Hz), 10. 37 ( 1 H, s). 

M4 4 5 : fc£4&##4 4 5 ©ffr&4fc©JS3g 

i&s^ : 5 2 . 8 % 

X H — NMR (DMSO-d 6 ): 5 3. 8 1 (3H, s), 3. 86 (3H, s), 
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7. 08 (1H, d, J = 8. 7Hz), 7. 40 ( 1 H, s), 7. 52 ( 1 H, 
dd> j= 8 . 7, 2 . 7Hz), 7. 89 ( 1 H, s), 7. 99 ( 1 H, d, 
J = 3. OHz), 10. 93 (1H, s), 12. 31 (1H, s). 

M4 4 6 : ft;-£-<fe##4 4 6 ©^^©5436 

: 7 9 . 7 % 

1 H-NMR (DMSO-d 6 ): 6 4. 2 5 (4H, s), 6. 8 6 (1H, d, 
J = 8. 8Hz), 7. 00 (1H, d, J=8. 8Hz), 7. 12 ( 1 H, d 
d, J=8. 8, 2. 5Hz), 7. 33 (1H, d, J = 2. 5Hz), 7. 4 
6 (1H, dd, J = 8. 8, 2. 5Hz), 7. 97 ( 1 H, d, J = 2. 5H 
z), 10. 27 (1H, s), 11. 96 (1H, s). 
M4 4 7 : fl^<fe#-^-4 4 7 <D\^^(OW& 

: 7 6 . 1 % 

1 H-NMR (DMSO-d 6 ): 5 1. 35 (6H, d, J = 6. OHz), 4. 
5 8-4. 6 6 (1 H, m), 7. 07 (1H, d, J = 9. OHz), 7. 51 
(1H, dd, J = 8. 7, 3. OHz), 7. 68 (1H, s), 7. 98 (1 
H, d, J = 3. OHz), 8. 35 ( 1 H, s), 10. 94 ( 1 H, s), 12. 
3 4 ( 1 H, s ). 

^(J4 4 8 : ^-£^#-^4 4 8 (D\Y&tyQ<DWM. 

m&tVX, !)f;Vf, -T ^ J ~ 2 - ^ o b P 

j&Jp : 5 7 . 9 % 

X H — NMR (DMSO-d 6 ): 5 7. 0 4 (1 H, d, J = 9. OHz), 7. 
48 (1H, dd, J = 8. 7, 2. 7Hz), 7. 78 ( 1 H, d, J = 2. 7 
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Hz), 7. 82 (1H, dd, J = 9. 0, 2. 1Hz), 7. 97 (1H, d, 
J = 8. 7Hz), 8. 19 (1H, d, J = 2. 1Hz), 10. 79 ( 1 H, 
s), 11. 3 8 (1 H, s ). 

M4 4 9 : -fb^##4 4 9 ©fl^fcXDiftjS 

HZ* : 5 0 . 6 % 

1 H — NMR (DMSO-d 6 ) : 6 7. 03 (1 H, d, J = 8. 7Hz), 7. 
48 (1H, dd, J = 8. 7, 2. 7Hz), 7. 60 ( 1 H, dd, J = 9. 
0, 1. 5Hz), 7. 76 (1H, dd, J = 9. 0, 2. 4Hz), 7. 85 
(1H, d, J = 3. OHz), 8. 13 ( 1 H, d, J = 2. 4Hz), 10. 
61 (1H, s), 11. 51 (1H, s). 
M4 5 0 : fl^<&##4 5 0 <D{b&(b<DWk 

mPck Lt, 5-^nnfpf;H, Xtf4 -T ^ / - 3 f-fW<l/V~ h U 
JR^s : 8 0 . 6 % 

1 H — NMR (DMSO-d 6 ) : 5 2. 36 (3H, s), 7. 06 (1H, d, 
J = 8. 7Hz), 7. 49 (1H, dd, J = 8. 7, 2. 4Hz), 7. 71 

(1H, dd, J = 8. 4, 1. 8Hz), 7. 77 ( 1 H, s), 7. 95 (1 
H, d, J = 3. OHz), 8. 40 (1H, d, J = 8. 4Hz), 10. 76 

(1H, s), 12. 3 1 (1H, b r s). 
M4 5 1 : fls£^fc##4 5 1 ©^-&-<fe©i43fi 

1 6 i:ra«©ift^S:fTV\ eSJB^»*#^io 
: 3 7 . 1 % 

1 H — NMR (DMSO-d 6 ): 8 7. 0 8 ( 1 H, d, J=9. OHz), 7. 
4 0-7. 4 8 (2H, m), 7. 52 (1H, dd, J = 9. 0, 2. 7Hz), 
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7. 98 (1H, d, J = 2. 7Hz), 8. 40 (1H, dd, J = 7. 2, 2. 
4Hz), 11. 00 (1H, s), 12. 32 ( 1 H, s). 

14 5 2 : te£^#-§-4 5 2 (D^^<D%^ 

l&m : 6 7 . 3 % 

1 H — NMR (DMSO-d 6 ) : 5 7. 08 (1 H, d, J = 8. 7 Hz), 7. 
20 (1H, t d, J=8. 1, 1. 8Hz), 7. 40 ( 1 H, td, J = 8. 
4, 1. 8Hz), 7. 52 (1H, dd, J = 8. 7, 2. 7Hz), 7. 57 
(1H, dd, J = 8. 4, 1. 8Hz), 8. 00 (1H, d, J = 2. 7Hz), 

8. 40 (1H, dd, J = 8. 4, 1. 8Hz), 10. 89 (1H, s), 1 
2. 2 7 (1 H, s ). 

14 5 3 : fc-&*&##4 5 3 ©^«b©$43S 
JR^S : 2 1 . 6 % 

1 H — NMR (CDC 1 3 ) : 5 1. 23 (6H, d, J = 6. 9Hz), 2. 3 
6 (3H, s), 3. 12 (1H, m), 6. 89 ( 1 H, d, J = 9. OHz), 
7. 15-7. 40 (5H, m), 7. 48 (1H, d, J = 2. 1Hz), 7. 
8 3 (1 H, b r s). 

M4 5 4 : te<£-*&#-8- 4 5 4 (Dfc>&m<D%T& 

MftiLt, 5-^nnf!)f;H, S.'O 5 2 — T ^ / — 5 — [(1, 1-vM^vH 
iRJfs : 2 4 . 9 % 

1 H — NMR (CDC 1 3 ) : 8 0. 69 (3H, t, J = 7. 5Hz), 1. 2 
8 (6H, s), 1. 63 (2H, q, J = 7. 5Hz), 6. 98 ( 1 H, d, 
J = 8. 7Hz), 7. 01 (1H, d, J = 9. OHz), 7. 06 (1H, s), 
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7. 15 (1H, dd, =8. 4, 2. 4Hz), 7. 35 (1H, d, J = 2. 
1Hz), 7. 42 (IH, dd, J = 8. 7, 2. 4Hz), 7. 56 ( 1 H, 
d, J = 2. 4Hz), 8. 26 (1H, s), 11. 44 (1H, s). 
0IJ4 5 5 : {b^*##4 5 5 <D{b-g^<D$£3t 

Ifc^S : 6 4 . 7 % 

1 H-NMR (DMSO-d 6 ) : S 2. 28 (3H, s), 7. 05 (1H, d, 
J = 8. 7Hz), 7. 13 (1H, td, J = 7. 5, 1. 5Hz), 7. 22 
-7. 30 (2H, m), 7. 50 (1H, dd, J = 9. 0, 2. 7Hz), 7. 
83 (1H, d, J = 7. 8Hz), 8. 03 ( 1 H, d, J = 3. OHz), 1 
0. 3 2 (1H, s), 12. 2 2 (1H, s). 
M4 5 6 : 4 5 6 (Dfc&!%><DW& 

JgPtbVX, 5-^nni^y^-/«, W4-7^7=P 6 i 

J&ip : 8 2 . 1 % 

1 H-NMR (DMSO-d 6 ) : 8 0. 90 (3 H, t,J = 7.2Hz), 1. 

2 4-1. 3 6 (2H, m), 1. 5 0-1. 6 0 ( 2 H, m), 2. 56 (2H, 
t, J = 7. 2Hz), 7. 01 (1H, d, J = 8. 7Hz), 7. 19 ( 2 H, 
d, J = 8. 7Hz), 7. 47 (1H, dd, J = 8. 7, 2. 4Hz), 7. 
59 (2H, d, J = 8. 4Hz), 7. 98 ( 1 H, d, J = 2. 7Hz), 1 
0. 3 6 (1 H, s ), 11. 9 4 (1 H, s). 

M4 5 7 : 5 7 <Dfc&Vl><OW& 

IR^ : 1 2 . 7 % 

1 H-NMR (DMSO-d 6 ) : 5 7. 0 9 (1 H, d, J-8. 7Hz), 7. 
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52 (1H, d, J = 8. 1Hz), 7. 53 ( 1 H, dd, J = 9. 0, 3. 0 
Hz), 7. 76 (1H, t, J = 8. 7Hz), 7. 95 ( 1 H, d, J = 3. 
OHz), 8. 34 (1H, d, J = 8. 4Hz), 11. 17 ( 1 H, s), 12. 
3 9 (1 H, s ). 

M4 5 8 : fl^<fe#-§-4 5 8 <Dfc&%)<DWk& 

WMbVX, 5-^nnf9f;Vi, RXf 2 -T % J - 5 - * f/V^V)/- h V 
: 9 . 0 % 

1 H — NMR (CDC 1 3 ) : 5 2. 48 (3H, s), 7. 01 (1H, d, J 
= 9. OHz), 7. 10 (1H, dd, J=8. 0, 0. 9Hz), 7. 44 (1 
H, d, J=9. 0, 2. 4Hz), 7. 56 ( 1 H, d, J = 8. 1Hz), 7. 
62 (1H, d, J = 2. 4Hz), 8. 22 ( 1 H, s), 8. 54 ( 1 H, b 
rs), 11. 25 (1H, brs). 
|4 5 9 : -f^^J#^-4 5 9 (D\Y>^(DWgk 

WMtVX, 5 - ? n o iJ-y ^vH£ % S.U?4-^^v?7V^=3rv'T-y ^^r^V^T 
0»]1 6^^(D^^ev^, t?II^1^3r#fc 0 
Jftsf* : 2 6 . 8 % 

'H-NMR (DMSO-d 6 ): 8 5. 11 ( 2 H, s), 6. 99-7. 05 
(3H, m), 7. 3 3- 7. 4 9 (6H, m) , 7. 60 ( 2 H, d, J = 9. 
OHz), 7. 99 (1H, d, J = 2. 7Hz), 10. 33 ( 1 H, s), 12. 
0 2 (1 H, s ). 

094 6 0 : ^-^^#-^-4 6 0 (D\Y>-&*fa(DW&- 

WMbl,X^ 5-^nnf!)f^E W4-7^-2, 2 -^7;^n^^ 
;/ [1, 3] ^^y-;HriV^fjl 6 £|igtl<D#ff;:HTV\ *«^i=H^£# 

l|» : 6 6 . 9 % 

X H — NMR (DMSO- d 6 ):5 7. 05 (1 H, d, J = 8. 8Hz), 7. 
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31-7. 32 (2H, m), 7. 51 (1H, dd, J = 8. 8, 2. 8Hz), 
7. 70 (1H, dd, J = 5. 6, 3. 8Hz), 7. 96 ( 1 H, d, J = 2. 
8Hz), 10. 59 (1H, s), 12. 05 ( 1 H, brs). 
#14 6 1 : ^^#-^4 6 1 (Di^m^m^ 

m&t\,X, 5 -^ncr-^y^/V^ RXf5-T* 7-2, 2, 3, 3-^h9 

^/v^-o-2, 3-v?t Ko^yj/ [l, 4] ^^Irfflv^l l 6 tmWk 

l&S^ : 6 7 . 9 % 

X H — NMR (CDC 1 3 ): 8 6. 99-7. 03 (2H, m), 7. 21-7. 
27 (2H, m), 7. 45 ( 1 H, dd, J=8. 9, 2. 5Hz), 7. 52 
(1H, d, J = 2. 5Hz), 8. 13 (1H, s), 11. 44 ( 1 H, s). 
#]4 6 2 : ^^^##4 6 2 tfMfc^OBBt 

: 5 2 . 3 % 

1 H — NMR (DMSO-d 6 ) : 5 7. 0 3 ( 1 H, d, J = 8. 8Hz), 7. 
47 (1H, dd, J = 2. 9, 8. 8Hz), 7. 8 0 (1H, dd, J = 2. 
6, 8. 8Hz), 7. 82 ( 1 H, d, J = 2. 6Hz), 7. 88 ( 1 H, d, 
J = 8. 8Hz), 8. 20 (1H, d, J = 2. 2Hz), 10. 70 ( 1 H, 
s), 11. 4 3 (1H, s). 
14 6 3 : {^^#-*§-4 6 3 <D\Y&lfo(DWM. 

: 6 8 . 4 % 

1 H — NMR (DMSO-d 6 ) : 5 7. 07 (1 H, d, J = 8. 8Hz), 7. 
52 (1H, dd, J = 2. 6, 8. 8Hz), 7. 85-7. 89 (1H, m), 
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7. 93 (1H, d, J = 2. 6Hz), 8. 17 ( 1 H, d, J=2. 9Hz), 

8. 67 (1H, d, J = 9. 5Hz), 11. 92 (1H, s), 12. 14 (1 
H, s). 

M4 6 4 : fl^<fe#-§-4 6 4 (Dit^m^M^ 

WMt Lt, 5 -y n nf!) ^vVgfc, ^155 -T 5 7 - 2, 2 -^/K^-n^O- 
V* [1, 3] ^^y— ;v*m^xmi 6 ir^©^^r^V\ tf J»fbi^£# 

I&ifi : 7 5 . 8 % 

1 H — NMR (DMSO-d 6 ) : 5 7. 02 (1 H, d, J = 8. 8Hz), 7. 
4 2- 7. 4 3 (2H, m), 7. 48 (1H, dd, J = 8. 8, 2. 5Hz), 
7. 90 (1H, d, J = 2. 5Hz), 10. 54 ( 1 H, s), 11. 69 (1 
H, s). 

$14 6 5 : {b-^fe##4 6 5 (Di^m^m^ 

WMtVX^ RXfi 3 — ^^/KT = V ^SrfflV^TM 1 6 

i&Jp : 6 6 . 4 % 

1 H — NMR (CDC 1 3 ): 5 3. 99 (2H, s), 6. 97 (1H, d, J 
= 9. 1Hz), 7. 06 (1H, d, J = 7. 4Hz), 7. 18-7. 48 (8 
H, m), 7. 37 (1H, d d, J = 9. 1, 2. 5Hz), 7. 45 ( 1 H, 
d, J = 2. 5Hz), 7. 80 ( 1 H, brs), 11. 88 (1H, s). 
M4 6 6 : {b^-fe##4 6 6 (D^^CDW^. 

^V) T^yy^til 6 fclRl^S^SrffV^ ^®te^&#fc„ 
: 4 0 . 9 % 

1 H — NMR (DMSO-d 6 ) : 6 2. 3 3 (3 H, s), 7. 05 ( 1 H, d, 
J = 8. 8Hz), 7. 25 (1H, dd, J = l. 8, 8. 8Hz), 7. 33 
(1H, d, J = l. 8Hz), 7. 49 (1H, dd, J = 2. 9, 8. 8Hz), 
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7. 97-8. 00 (2H, m), 10. 37 (1H, s), 12. 15 ( 1 H, s). 

M4 6 7 : 6 7 <D^-£-#/tf>§£jfi 

JM-^UT, pf/ki, ;&.tF2, 3, 5 - b V 7 frirn T=- V 

m^xmi 6 tmm<Dm^ny\ ssM*#t 

: 5 4 . 2 % 

1 H — NMR (DMSO-d 6 ): 5 7. 0 6 ( 1 H, d, J=8. 8Hz), 7. 
2 8-7. 3 7 (1 H, m), 7. 51 ( 1 H, dd, J = 2. 6, 8. 8Hz), 
7. 92 (1H, d, J = 2. 6Hz), 7. 9 8-8. 0 4 ( 1 H, m), 10. 
93 (1H, s), 12. 27 (1H, br. s) 
M4 6 8 : flS^<fe#-§-4 6 8 <Dfc&Vo<D^T& 

WMtVX, ^tM' -7^/^-15-^7^ 

: 4 5 . 1 % 

1 H — NMR (CDC 1 3 ) : 5 3. 7 4-3. 7 7 (8H, m) , 3. 90-3. 
92 (4H, m), 4. 10-4. 15 (4H, m), 6. 83 (1H, d, J = 8. 
5Hz), 6. 96-6. 99 (2H, m), 7. 24 (1H, d, J = 2. 5H z), 
7. 36 (1H, dd, J=2. 5, 8. 8Hz), 7. 53 ( 1 H, s), 8. 

06 (1H, br. s), 11. 92 ( 1 H, s). 
M4 6 9 : te#*##4 6 9 <E>fl^4S>©3K3£ 

M*4^bT. XU!4-/P ; t-2-7;^o7=!)y^ 
JR^S : 4 5 . 1 % 

1 H — NMR (DMSO-d 6 ): 5 7. 0 5 ( 1 H, d, J = 8. 8Hz), 7. 
4 3-7. 5 3 (2H, m) , 7. 64-7. 71 (1H, m), 7. 94 ( 1 H, 
d, J = l. 5Hz), 8. 20 (1H, d d, J = 8. 4, 8. 8Hz), 10. 

7 0 (1H, s), 12. 16 (1H, s). 
M4 7 0 : {b^3#-S§-4 7 0(Dft&Qo<DW& 
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ItZ^ : 7 . 2 % 

1 H — NMR (CDC1 3 ) : S 3. 13 (3H, s), 3. 21 (3H, s), 
7. 04 (1H, d, J = 8. 9Hz), 7. 48 (1H, dd, J = 2. 2, 8. 
9Hz), 7. 62 (1H, d, J = 2 . 2Hz), 8. 24 ( 1 H, dd, J = 
2. 4, 9. OHz), 8. 56 ( 1 H, d, J = 2 . 4Hz), 8. 91 ( 1 H, 
d, J = 8. 9Hz), 10. 96 (1H, s), 11. 57 ( 1 H, s). 
0!|4 7 1 : 4h&Mm-&4 7 1 (D\Y&m<DWk 

^/vm. (8 7mg, 0. 5mmo 1) N 2, (3-7^7 
-4-^f;>7x=:;l/) -1, 1, 1, 3, 3, 3 -^^f7/VtP/n^y (3 
6 3mg, 1 mmo 1 ) N =*frffc U ^ (44/iL, 0. 5mmo 1 h b/V^V (4 

/lO&^A^n-^ h^^- (n— :%ft&^;v= 5 : 1) «Lt, 

mm^m<DU-^ d 6m g , 4. 9%) &#/t„ (^5^529, \v&m%t 

X H — NMR (DMSO-d 6 ) : 5 2.3 4 (6H, s), 7. 04 (4H, d, 
J = 8. 8Hz), 7. 39 (2H, d, J = 8. 4Hz), 7. 48 ( 2 H, d 
d, J = 2. 9, 8. 8Hz), 7. 96 ( 2 H, d, J = 2. 9Hz), 8. 1 
9 (2H, s), 10. 44 (2H, s), 12. 17 (2H, s). 
M4 7 2 : 4 7 2 ©^^»©»afi 

JDjON-^UT. 5-^PPt!)f/* W6-7^-2, 2, 3, 3-rb7 
^/P^-n-2, 3-i?tKo^ [1, 4] m^flV>tfjl6^i 

urn • i o . i % 

X H — NMR (DM SO- d 6 ) : 5 7. 03 (1 H, d, J = 8. 8Hz), 7. 
48 (1H, dd, J = 9. 0, 2. 7Hz), 7. 50 ( 1 H, d, J = 9. 0 
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Hz), 7. 59 (1H, dd, J = 8. 8, 2. 2Hz), 7. 86 ( 1 H, d, 
J = 2. 7Hz), 7. 92 (1H, d, J=2. 2Hz), 10. 59 (1H, 
s), 11. 5 5 (1 H, s). 

M4 7 3 : 4 7 3 <D\Y&m(OW8k 

JR* : 2 7 . 6 % 

X H-NMR (DMSO-d 6 ):6 6. 96 ( 1 H, d, J = 8. 7Hz), 7. 
43 (1H, d d, J=8. 7, 3. OHz), 7. 4 9-7. 5 6 (3H, m) , 
7. 6 4-7. 7 5 (5H, m) , 8. 21 (1H, d, J = 9. 3Hz), 11. 
21 (1H, s), 11. 83 (1H, s). 

M4 7 4 : >ffr^#-5§-4 7 4 (D^^^<D^5t 

JR* : 7 7 . 1 % 

1 H — NMR (DMSO-d 6 ) =6 7. 07 (1H, d, J = 9. OHz), 7. 
31-7. 38 (1H, m), 7. 51 (1H, dd, J = 9. 0, 3. OHz), 
7. 72 (1H, d, J = 8. 1, 3. OHz), 8. 00 ( 1 H, d, J=3. 
OHz), 8. 23 (1H, dd, J = 9 . 3, 5. 4Hz), 10. 70 ( 1 H, 
s), 12. 2 4 (1 H, s). 
094 7 5 : 4 7 5 <Dfc&m<DW&k 

Ml 6 tnm<D$ift&ft\<\ SMfrfb^SrWfc. 

JR^ : 7 4 . 8 % 

1 H — NMR (DMS 0-d 6 ):5 0. 88 ( 3 H, t, J = 6. 6Hz), 1. 
2 8- 1. 4 6 (6H, m), 2. 4 9-2. 5 2 ( 2 H, m) , 3. 95 ( 2 H, 
t, J = 6. 6 Hz), 6. 91-6. 96 (2H, m), 7. 00 (1H, d, 
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J = 8. 8Hz), 7. 46 (1H, dd, J = 8. 8, 2. 9Hz), 7. 55 
-7. 61 (2H, m), 8. 00 (1H, d, J = 2. 9Hz), 10. 31 (1 
H, s ), 12. 03 (1H, s). 
094 7 6 : ffr^MMM 7 6 <Dfc&m<DWkl& 

-1, 1, 1, 3, 3, 3 — ^f7;vtn^n^ySrffiV^tMl 6 1^^^ 
ffr£rfxv\ «®fb#»«r#fc, 

:64. 5 % 

'H-NMR (DMSO-d 6 ) : 5 6. 99 (2H, d, J = 8. 8Hz), 7. 
11 (2H, d, J = 8. OHz), 7. 45 ( 2 H, dd, J=8. 8, 2. 6 
Hz), 7. 50 (2H, t, J = 8. 4Hz), 7. 86 (2H, d, J = 2, 
6Hz), 7. 88-7. 91 (4H, m), 10. 53 (2H, s), 11. 56 
(2H, s). 
#14 7 7: fb-&4fe##4 7 7 ©SBS 

J^^^UT, 5-^P0f!)« St/2, 4, 5-Ml^nP7-!J^ffi 
l^-C#!j 16i ^©|ftf^Srm\ S»fb£4&«:»&o 

|RS|5 : 3 8 . 9 % 

X H — NMR (CDC 1 3 ) : 5 7. 02 (1 H, d, J =8. 6Hz), 7. 4 
6 (1H, d, J = 8. 6Hz), 7. 49 ( 1 H, s), 7. 57 ( 1 H, s), 
8. 41 (1H, br. s), 8. 63 (1H, s), 11. 42 (1H, s). 
M4 7 8 : fb-^4fe##4 7 8©M©IS 

1 6 fclHSI©lfef^SrfTV\ auafls#4feSr#fc. 
J&ip : 5 5 . 3 % 

! H-NMR (DMSO-d 6 ) : 5 1.22 (6H, d, 6. 9Hz), 2. 7 
6-2. 94 (1H, m), 7. 01 ( 1 H, d, J = 8. 6Hz), 7. 04 (1 
H, d, J = 7. 9Hz), 7. 29 (1H, t, J = 7. 9Hz), 7. 47 (1 
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H, d d, J = 8. 6, 2. 6Hz), 7. 54 ( 1 H, d, J = 7. 9Hz), 
7. 57 (1H, s), 7. 98 ( 1 H, d, J = 2. 6Hz), 10. 37 (l 
H, s ), 11. 90 (1H, brs). 
M4 7 9 : >fb^##4 7 9 <Dfc&®KD$8& 

1 6 i:lRl«iO«f^SrffV\ *«ft^Sr#*:o 

jRJfE : 4 5 . 6 % 

1 H — NMR (DMSO-d 6 ) : 6 7. 03 (1 H, d, J =8. 6Hz), 7. 

47 (1H, dd, J = 8. 6, 2. 6Hz), 7. 83 ( 1 H, d, J = 2. 6 
Hz), 7. 84 (2H, d, J = 8. 9Hz), 7. 92 ( 2 H, d, J = 8. 
9Hz), 10. 71 (1H, s), 11. 59 ( 1 H, brs). 

094 8 0 : fb#*##4 8 0 <Dfc&m<DW& 

m&bVX, 2£t)* 3 — T 5; / b V /v&ffl^xffi 

: 9 7 . 1 % 

1 H — NMR (DMSO - d 6 ) : 8 7. 03 (1 H, d, J =8. 7H z), 7. 

48 (1H, dd, J = 9. 0, 2. 7Hz), 7. 5 6 - 7. 6 3 (2H, m) , 
7. 88 (1H, d, J = 2. 7Hz), 7. 9 5- 8. 0 2 ( 1 H, m), 8. 
20-8. 21 (1H, m), 10. 62 ( 1 H, s), 11. 57 ( 1 H, s). 

M4 8i : fc&mm-%-4 8 i <Dfc&m(om&. 

Ml 6 fcP«l©iftf^SrffV\ ^ffi^fe£#fc 0 
: 7 3 . 3 % 

1 H — NMR (DMSO-d 6 ) : 8 3. 7 5 (3H, s), 3. 76 (3H, s), 

6. 95 (1H, d, J = 8. 7Hz), 7. 01 ( 1 H, d, J = 9. 0Hz), 

7. 24 (1H, d d, J = 8. 7, 2. 7Hz), 7. 38 ( 1 H, d, J = 2. 
1Hz), 7. 47 (1H, dd, J = 8. 7, 2. 7Hz), 8. 00 (1H, 
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d, 1 = 2. 4Hz), 10. 30 (1H, s), 12. 01 (1H, s). 

^4 8 2 : 8 2 <D{k-&y>KDW£ 

IDI^ : 6 6 . 1 % 

1 H — NMR (DMSO-d 6 ) : 5 1. 1 9 (3H, t, J = 7. 5 Hz), 3. 
64 (2H, s), 4. 08 (2H, q, J = 7. 2Hz), 7. 01 (1H, d, 
J = 8. 7Hz), 7. 26 (2H, d, J = 8. 7Hz), 7. 47 ( 1 H, d 
d, J=8. 7, 3. 0Hz), 7. 64 ( 1 H, d, J = 8. 4Hz), 7. 9 
6 (1H, d, 1 = 2. 4Hz), 10. 40 ( 1 H, s), 11. 87 ( 1 H, 
s). 

M4 8 3 : >fb-£^#-J§-4 8 3 <D\\&m<DW& 
Jfc^ : 6 7 . 1 % 

1 H — NMR (CDC1 3 ): 5 7. 01 (1H, d, J = 8. 9Hz), 7. 4 

2 (1H, dd, J = 8. 9, 2. 3Hz), 7. 4 7- 7. 5 3 (2H, m) , 
7. 51 (1H, d, J = 2. 3Hz), 7. 76 ( 1 H, dt, J=7. 6Hz, 
2. OHz), 7. 88 (1H, brs), 7. 92 ( 1 H, s), 11. 64 (1 
H, s). 

094 8 4 : fc£-4fc##4 8 4 ©ft#*©»3fi 
JCZ.^ :. 6 3 . 2 % 

1 H — NMR (CDCI3): 5 7. 01 (1H, d, J = 8. 9Hz), 7. 4 

3 (1H, dd, J = 8. 9, 2. 3Hz), 7. 50 ( 1 H, d, J = 2. 3H 
z), 7. 70 (4H, s), 7. 90 ( 1 H, brs), 11. 60 ( 1 H, s). 
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094 8 5 : {fc^#-5§-4 8 5 Oftl^*Ofii3fi 

T^y^^rMV^TMl 6 £ |l?||i(D;|§Ltf:3r?TV\ tlllftl=^ 
Jfc^s : 3 8 . 7 % 

1 H — NMR (DMSO-d 6 ): 5 7. 04 (1H, d, J=8. 6Hz), 7. 
49 (1H, dd, J=8. 6, 2. 6Hz), 7. 80 ( 1 H, d, J = 2. 6 
Hz), 8. 12 (2H, d, J = 9. 4Hz), 8. 17 (2H, d, J = 9. 
4Hz), 8. 16 (1H, s), 10. 95 ( 1 H, s), 11. 37 (1H, b 
r s ) . 

i4 8 6 : ^-£^#-51-4 8 6 (D^^CD^jt 

mi 6 ii^^^^v^ mm^m^m^o 

: 7 5 . 4 % 

1 H — NMR (DMSO-d 6 ): 5 7. 0 2 ( 1 H, d, J=8. 9Hz), 7. 
39-7. 51 (3H, m), 7. 8 5-7. 9 3 (2H, m) , 10. 51, ( 1 H, 
s ), 11. 6 0 (1 H, s ). 

M4 8 7 : >ffr^#-S§-4 8 7©fb#fc>©»36 

Mi Ut, ^3 -xf ^;V7^ P V?rlV^t^ 1 6 

HX^ : 3 5 . 8 % 

1 H — NMR (DMSO-d 6 ) : 5 4. 22 (1H, s), 7. 02 (1H, d, 
J = 8. 6Hz), 7. 25 (1H, d, J = 7 . 6Hz), 7. 39 ( 1 H, t, 
J = 7. 6Hz), 7. 47 (1H, dd, J=8. 6, 2. 6Hz), 7. 70 
(1H, d, J = 7. 6Hz), 7. 89 ( 1 H, s), 7. 91 ( 1 H, d, J 
= 2. 6Hz), 10. 46 (1H, s), 11. 69 (1H, brs). 
M4 8 8 : {b£-4fe#*4 8 8 G>fl5<6^©»56 

liiLT, 5-^nT3i^y^/^ 2^4- (sec-^/V) T-IJV&JB 
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: 4 0. 1 % 

1 H — NMR (DMSO-d 6 ) : 5 0. 77 (3 H, t, 7. 4Hz), 1. 1 
9 (3H, d, 6. 9Hz), 1. 50-1. 61 (2H, m) , 2. 52-2. 
62 (1H, m), 7. 01 ( 1 H, d, J = 8. 9Hz), 7. 20 (2H, d, 
J = 8. 6Hz), 7. 47 (1H, dd, J=8. 9, 2. 6Hz), 7. 60 
(2H, d, J = 8. 6Hz), 7. 98 ( 1 H, d, J=2. 6Hz), 10. 
36 (1H, s), 11. 94 (1H, brs). 
M4 8 9 : ^^#^-4 8 9 <D\Y&m<DWk 

W&h UT, 5-^nt3-^y^/^ N ^3-^an-4-^ b^r^T^y 
' 7 5 . 7 % 

X H — NMR (CDC 1 8 ) : 5 6. 98 (2H, t, J = 9. 2Hz), 7. 3 
8-7. 44 (2H, m), 7. 47 ( 1 H, d, J = 2. 6Hz), 7. 66 (1 
H, d, J = 2. 6Hz), 7. 73 ( 1 H, br. s), 11. 81 ( 1 H, s). 

M4 9 0 : {fr£4fc##4 9 0 ©fb£4&0>SB6 

1 6 hm&<Dtfkft&ftit\ mmfc&b&wto 

: 3 4 . 3 % 

X H — NMR (DMSO-d 6 ) : 5 7. 02 (1 H, d, J =8. 6 Hz), 7. 
48 (1H, dd, J = 9. 1, 2. 6Hz), 7. 5 2-7. 6 2 (4H, m), 
7. 6 8- 7. 7 9 (3H, m), 7. 93 ( 1 H, d, J = 2. 6Hz), 8. 
02 (1H, d, 3 = 7. 9Hz), 8. 16 ( 1 H, s ), 10. 60 ( 1 H, 
s), 11. 68 (1H, brs). 
094 9 1 : fc#4fe#-§"4 9 1 <Dfc&®<DWm 

WMt b"C N ^^3-^ h^v^T-P VlrlV^Ml 6 
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l&m : 2 3 . 5 % 

1 H — NMR (DMSO-d 6 ):5 3. 76 (3H, s), 6. 69-6. 75 
(1H, m), 7. 01 (1H, d, J = 8. 6Hz), 7. 2 5-7. 2 8 (2 
H, m), 7. 39 (1H, s), 7. 47 ( 1 H, dd, J = 8. 6, 2. 6H 
z), 7. 94 (1H, d, J = 2. 6Hz), 10. 39 (1H, s), 11. 8 
1 ( 1 H, b r s ). 

M4 9 2 : {b^#J#^-4 9 2 (D^^cD®^ 

liiLt, 5 - ^ n T3 y -T^T-fehTsPbWT 
JlX^ : 3 6 . 2 % 

1 H — NMR (DMSO-d 6 ): 5 2. 50 (3H, s), 7. 01 ( 1 H, d, 
J=8. 6Hz), 7. 47 (1H, dd, J = 8. 6, 2. 6Hz), 7. 57 
(2H, d, J = 9. 1Hz), 7. 61 ( 2 H, d, J = 9. 1Hz), 7. 9 

8 (1H, d, J=2. 6Hz), 9. 95 ( 1 H, s), 10. 38 (1H, s), 
11. 99 (1H, brs). 

FN 9 3 : te<g**fe## 4 9 3 <Dfc&m<DW& 

WMh UT\ 5 - ^ n T3 f- y ^/i/^? N ^;I/7t^7^ K^rfflv^Ml 6t 

JtX^ : 2 5 . 7 % 

X H — NMR (DMSO— d 6 ) : 5 7. 0 3 ( 1 H, d, J = 8. 9Hz), 7. 
31 (2H, s), 7. 47 (1H, dd, J = 8. 9, 2. 3Hz), 7. 81 
(2H, d, J = 8. 9Hz), 7. 89 ( 2 H, d, J = 8. 9Hz), 7. 8 

9 (1H, d, J=2. 3Hz), 10. 70 ( 1 H, s), 11. 55 ( 1 H, 
brs). 

M4 9 4 : it&m^A 9 4 ©-fb^©3ttafi 

IS^LT, 5-^aat!J» &t^2- (4 -T S / ^-/V-) -1,1, 
1, 3, 3, 3 2-7 s tr^7— /v^r^ v^T^ 1 6 £ 113 
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vm&m zfrm uT#fd 0 ) 

J&SfS : 1 1 . 7 % 

1 H — NMR (DMSO - d 6 ) : 8 7. 02 (1 H, d, J = 8. 6Hz), 7. 
47 (1H, dd, J = 8. 6, 2. 6Hz), 7. 68 (2H, d, J = 8. 7 
Hz), 7. 85 (2H, d, J=8. 7Hz), 7. 91 ( 1 H, d, J = 2. 
6Hz), 8. 69 (1H, s), 10. 62 ( 1 H, s). 

094 9 5 : fc-g^##4 9 5 <D\Y&m<DW& 

JR*S = 3 9 . 6 % 

X H — NMR (CDC 1 3 ) -8 7. 0 4 ( 1 H, d, J = 8. 9Hz), 7. 4 
7 (1H, dd, J = 2. 3, 8. 9Hz), 7. 54 ( 1 H, d, J = 2. 3H 
z), 8. 25 (1H, dd, J = 2. 6, 8. 9Hz), 8. 39 (1H, d, 
J = 2. 3Hz), 8. 73 (1H, d, J = 9. 2Hz), 8. 76 ( 1 H, b 
r . s), 11. 22 (1H, s). 
14 9 6 : ffc<£4fc##4 9 6 ©fb^Ofiaft 

Ml 6 iRI«i©lftfPSrfTV\ »»f&S4&«:#;fc. 
=67. 8 % 

1 H— NMR (DMSO-d 6 ) : 5 7. 05 (1H, dd, J = 1. 7, 8. 9 
Hz), 7. 15 (1H, dt, J = l. 7, 9. 2Hz), 7. 41 ( 1 H, d 
dd, J = 2. 3, 8. 9, 9. 2Hz), 7. 51 ( 1 H, dt, J = 2. 3, 
8. 9Hz), 7. 98 (1H, d, J = 2. 3Hz), 8. 11 (1H, dd, 
J = 8. 9, 15. 1Hz), 10. 59 ( 1 H, s ), 12. 13 (1H, s). 
M4 9 7 : fl5#4fe##4 9 7 ©te#*G>JS36 
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JR*S : 8 5 . 9 % 

X H-NMR (DMSO- d 6 ) : 5 7. 01 ( 1 H, d, J = 8. 6Hz), 7. 
19 (1H, t, J = 74. 2Hz), 7. 20 (2H, d, J = 8. 6Hz), 
7. 47 (1H, dd, J = 8. 6, 2. 6Hz), 7. 74 ( 2 H, d, J = 8. 
9Hz), 7. 94 (1H, d, J = 2. 6Hz), 10. 47 ( 1 H, s), 11. 
8 0 ( 1 H, b r s ). 

094 9 8 : -fb^^##4 9 8 <Dfc&m<DW& 
: 1 1 . 6 % 

1 H — NMR (DMSO— d 6 ) : 5 7. 0 2 ( 1 H, d, J = 8. 6Hz), 7. 
46 (1H, dd, J=8. 6, 2. 3Hz), 7. 83 ( 2 H, d, J=8. 1 
Hz), 7. 88 (1H, d, J = 2. 3Hz), 7. 95 ( 2 H, d, J = 8. 
1Hz), 10. 71 (1H, s). 
094 9 9 : >fb^##4 9 9 <Dik&m<DW& 

iSt tt, 5 - ^ n T3 f- y ^vwgfe. Sit/ 3- (^W;V7j=;>) T^y>- 
: 6 7 . 2 % 

X H — NMR (DMSO - d 6 ) -8 2. 49 (3H, s), 7. 00-7. 05 
(1H, m), 7. 01 (1H, d, J = 8. 9Hz), 7. 31 (1H, t, J 
= 7. 9Hz), 7. 46 (1H, dd, J=8. 9, 2. 6Hz), 7. 44- 
7. 49 (1H, m), 7. 68 ( 1 H, d, J = l. 7Hz), 7. 93 ( 1 H, 
d, J=2. 6Hz), 10. 47 (1H, s). 
m 5 0 0 : fc<&^»## 5 0 0 ©^4fc©3R3S 

"CM 1 6 P!«©tfetfs«:ffv\ *H^^«»Sr#fco 

369 



WO 03/103665 



PCT/JP03/07120 



JtZ^ : 2 8 . 6 % 

1 H — NMR (DMSO-d 6 ): 5 3. 20 ( 3 H, s), 7. 03 (1H, d, 
J=8. 3Hz), 7. 48 (1H, dd, J = 8. 3, 2. 6Hz), 7. 87 
(1H, d, 3 = 2. 6Hz), 7. 92 (2H, d, J = 8. 9Hz), 7. 9 
8 (2H, d, J = 8. 9Hz), 10. 75 ( 1 H, s), 11. 45 (1H, 
b r s ) . 

M5 0 1 : te£^#^5 0 1 <D\Y&m<DW& 

Mfflb L"C, 5-^nt3lMJ^/^ 2W2 -T ^ / - 4 / 
i&Sps : 8 . 7 % 

1 H — NMR (CDClj): 5 2. 50 (3H, s), 6. 98 (1H, d, J 
= 8. 3Hz), 6. 99 (1H, d, J = 7. 3Hz), 7. 39 (1H, dd, 
J = 2. 0, 8. 6Hz), 7. 4 8-7. 6 4 (4H, m) , 7. 72 ( 2 H, d, 
J = 7. 6Hz), 7. 83 (1H, d, J = 2. 3Hz), 8. 57 ( 1 H, s), 
12. 18 (1H, s), 12. 34 (1H, br. s). 
M 5 0 2 : lbl^#J#-!§- 5 0 2 ^-^(D^ifi 

jfc^s :46.7% 

X H— NMR (DMSO-d 6 ): 5 0. 80 (3H, t, J = 7. 3Hz), 1. 
17-1. 41 (4H, m), 2. 7 3 - 2. 8 0 (2H, m) , 7. 03 (1H, 
d, J = 8. 9Hz), 7. 48 (1H, dd, J = 8. 9, 2. 0Hz), 7. 
5 3 - 7. 6 4 (2H, m) , 7. 8 7- 7. 9 2 ( 1 H, m), 7. 92 (1H, 
d, J = 2. OHz), 8. 27 (1H, s), 10. 62 (1H, s), 11. 6 
3 (1 H, s ). 

15 0 3 : fc-£-4fe#* 5 0 3 ©fl^«J©Jia& 
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: 6 8 . 5 % 

1 H — NMR (DMSO-d 6 ) : 8 5. 11 (2H, s), 6. 79-6. 83 
(1H, m), 7. 01 (1H, d, J = 8. 9Hz), 7. 2 7-7. 4 9 (9 
H, m), 7. 93 (1H, d, J = 3. 0Hz), 10. 40 (1H, s), 11. 
7 9 ( 1 H, b r s ). 

$15 0 4 : {bl^5#-5§-5 0 4 <D\Y>-&m<DW& 

mPttVX, 5-?w1-y^/um, RXfN- (4-7^/7x^) -4-7< 
• 4 0 . 6 % 

1 H — NMR (DMSO-d 6 ): 6 2. 33 (3H, s), 6. 99 (1H, d, 
J = 8. 6Hz), 7. 07 (2H, d, J=8. 6Hz), 7. 34 (2H, d, 
J = 8. 3Hz), 7. 45 (1H, dd, J = 8. 6, 2. 1Hz), 7. 53 
(2H, d, J = 8. 6Hz), 7. 63 ( 2 H, d, J = 8. 3Hz), 7. 9 
0 (1H, d, J = 2. 1Hz), 10. 14 (1H, s), 10. 33 ( 1 H, 
s), 11. 81 (1H, brs). 
M5 0 5 : >fb-^^#^-5 0 5©ft^©Ii 

Ml 6 £l^oMH£frV\ SM^#/^#fc 0 

: 2 9 . 8 % 

1 H — NMR (DMSO-d 6 ) : 5 3. 09 (4H, t, J =4. 6Hz), 3. 
74 (4H, t, J = 4. 6Hz), 6. 94-7. 01 (3H, m), 7. 46 
(1H, dd, J = 8. 9, 2. 6Hz), 7. 55 (2H, d, J=8. 9Hz), 
8. 01 (1H, d, J = 2. 6Hz), 10. 29 ( 1 H, s), 12. 10 (1 
H, brs). 

m 5 o 6 : tt&mm^k 5 0 6 <D\Y&m<ow& 
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mntLXs 5-^nptyf;m, rxj^s- (tert-^v) r^v>^ 

: 7 6 . 1 % 

X H— NMR (CDC 1 3 ) : 5 1. 35 (9H, s), 6. 99 (1H, d, J 
= 8. 9Hz), 7. 2 4-7. 2 8 (1H, m), 7. 3 2- 7. 3 5 (1H, m) , 
7. 40 (1H, dd, J = 8. 9, 2. 3Hz), 7. 4 6- 7. 5 0 ( 2 H, 
m), 7. 51 (1H, d, J = 2. 3Hz), 7. 81 ( 1 H, brs), 11. 
9 4 ( 1 H, s ). 

m 5 0 7 : 5 0 7 tfMt^#l<D§£it 

Ifcs£ : 6 1 . 1 % 

X H — NMR (DMSO-d 6 ) : 8 2. 36 (3 H, s), 6. 22-6. 23 
(1H, m), 6. 81 (1H, d, J = 3. OHz), 7. 02 ( 1 H, d, J 
= 8. 9Hz), 7. 36-7. 51 (3H, m) , 7. 58-7. 61 ( 1 H, 
m), 7. 99-8. 01 ( 2 H, m) , 10. 49 (1H, s), 11. 85 (1 
H, brs). 

5 0 8 : \Y&m^?^ 5 0 8 <D^^(D§£jt 

i&s^ : 3 7 . 6 % 

1 H — NMR (DMSO-d 6 ) : 8 1. 80 (3H, d, J = 6. 6Hz), 5. 
33 (1H, q, J = 6. 6Hz), 7. 01 ( 1 H, d, J = 8. 9Hz), 7. 
25 (1H, d, J = 7. 9Hz), 7. 38 ( 1 H, t, J = 7. 9Hz), 7. 
47 (1H, dd, J = 8. 9, 2. 3Hz), 7. 65 ( 1 H, d, J = 7. 9 
Hz), 7. 85 (1H, s), 7. 96 ( 1 H, d, J = 2. 3Hz), 10. 4 
8 (1 H, s), 11. 8 0 (1 H, brs). 
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M5 0 9 : ffc##J#-5§-5 0 9 <Dfl&fa<DWk 

m^ttvx, 5 of y ?-;vw., ws-T^^f^/^vrn^ 

Jfc^ : 1 8 . 7 % 

1 H — NMR (DMSO-d 6 ):6 7. 03 (1H, d, J = 8. 9Hz), 7. 
41 (2H, s), 7. 48 (1H, dd, J=8. 9, 2. 6Hz), 7. 54 
-7. 62 (2H, m), 7. 8 4-7. 8 8 ( 1 H, m), 7. 93 ( 1 H, d, 
J = 2. 6Hz), 8. 30 (1H, s), 10. 64 ( 1 H, s), 11. 68 (1 
H, b r s). 

M510 : f 6 1 0 ©fb£4S>©J836 
: 6 2 . 6 % 

1 H — NMR (DMSO-d 6 ) : 8 7. 03 (1 H, d, J = 8. 6Hz), 7. 
48 (1H, dd, J = 8. 6, 2. 6Hz), 7. 82-7. 88 (3H, m), 
8. 23-8. 26 ( 1 H, m), 8. 67 (1H, s), 10. 88 (1H, s), 
11. 45 (1H, brs). 

M5 11 : fb<&4fc#-S- 5 11 <Dfc&mv>W3& 

WMt Lt, 5-^nof yf;^ &t^2 - (by^/v^n^b 
: 1 7 . 1 % 

1 H — NMR (CDC 1 3 ) : 5 7. 02 (1 H, d, J = 8. 9 Hz), 7. 2 
6-7. 31 (1H, m), 7. 44 (1H, dd, J=8. 9, 2. 6Hz), 
7. 53 (2H, d, J = 2. 6Hz), 8. 41 (1H, brs,), 8. 42 (1 
H, d, J = 8. 9Hz), 11. 57 (1H, s). 

M 5 1 2 : 5 12 (Dfc&m<DW& 

UPct bT N 5 - ^ n niMJ ^vHfe, 23U*3, 4- (i^^rix/l'^i/) T^U 
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JR^S : 6 0 . 5 % 

X H — NMR (CDClj): 5 0. 91 ( 6 H, t, J = 6. 3Hz), 1. 3 
4—1. 61 (1 2H, m), 1. 7 6- 1. 8 9 (4H, m) , 3. 97-4. 
04 (4H, m), 6. 88 ( 1 H, d, J = 8. 9Hz), 6. 97-7. 00 
(2H, m), 7. 22 (1H, d, J = 2. 6Hz), 7. 38 ( 1 H, dd, 
J = 8. 9, 2. 6Hz), 7. 47 ( 1 H, d, J=2. 6Hz), 7. 73 (1 
H, s ), 11. 9 7 (1 H, s). 
$15 13 : 5 13 (Dfc<&m<Dm£. 

1 6 fcra«©*f^SrfrV\ »«^*Sr#*:o 
flZ^a : l 6 . 4 % 

1 H — NMR (DMSO-d 6 ):5 7. 0 3 ( 1 H, d, J = 8. 7Hz), 7 
7. 47 (1H, dd, J = 8. 7, 2. 7Hz), 7. 61-7. 70 (2H, 
m), 7. 86 (1H, d, J=2. 7Hz), 8. 11 ( 1 H, d, J = 2. 1 
Hz), 10. 56 (1H, s), 11. 53 (1H, s). 
$15 14: fc&Wm-&5 1 4 ©ft^iOli 

mPttVX, 5 - ^ n n f-y ?vHfe % -^^t^^7=y J^^IV^X 

Ml 6 fc|SI«6©ifefeSr?TV\ WWffr&ttSrWfc. 
: 8 8 . 2 % 

X H — NMR (DMSO-d 6 ): 5 0. 8 9 (3 H, t, J = 7. 0Hz), 1. 

2 8-1. 4 7 (6H, m), 1. 6 7- 1. 7 6 ( 2 H, m) , 3. 95 (2H, 
t, J = 6. 6Hz), 6. 6 9-6. 7 3 ( 1 H, m) , 7. 01 ( 1 H, d, 
J = 8. 8Hz), 7. 21-7. 28 ( 2 H, m) , 7. 3 9 - 7. 4 0 (1H, 
m), 7. 67 (1H, dd, J = 8. 8, 2. 6Hz), 7. 94 ( 1 H, d, 
J = 2. 6Hz), 10. 34 (1H, s), 11. 80 (1H, s). 

$15 15 : f 5 1 ^(D\\^m(OW& 
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Jfcsf* : 2 0 . 2 % 

1 H — NMR (DMSO-d 6 ) : 8 1. 43 (3H, t, J = 7. 0Hz), 4. 
27 (2H, q, J = 7. 0Hz), 7. 07 ( 1 H, d, J=8. 8Hz), 7. 
52 (1H, dd, J = 8. 8, 2. 9Hz), 7. 95 ( 1 H, d, J = 2. 9 
Hz), 8. 15 (1H, d, J = ll. 4Hz), 8. 57 ( 1 H, d, J=8. 
4Hz), 12. 16 (1H, s), 12. 26 ( 1 H, s). 
m 5 1 6 : {b^^J#^-5 1 6 <D^l§H£j<D$^ 

g^t LT, 5 - ^ £2 n f-y f;^ N ^t54-t Ko^rv'-3-^f^- 1 

mzm • 5 . 9 % 

1 H — NMR (DMSO-d 6 ) : 6 2 . 3 8 ( 3 H, s ) , 7 . 0 3 ( 1 H, d , 
J = 9. 3Hz), 7. 43 (2H, s), 7. 46 ( 1 H, d, J=2. 4Hz), 
7. 5 0 -7. 5 4 (2H, m), 7. 67 ( 1 H, d, J = 2. 1Hz), 7. 
78 (1H, dd, J = 6. 0, 2. 7Hz), 8. 03 ( 1 H, brs), 8. 
18 (1H, dd, J = 6. 0, 3. 6Hz), 11. 98 (1H, brs). 
09 5 1 7 :fb£4fe##5 1 7 <Dfc&tfa<Dmk 

mmmmmtstifrxm ■■ mm^mmd 9/6 5 4 4 9t^7i/y h 

M 5 1 8 : fl2#«J##5 1 8 <Dfc&tfo(D!m& 

m&mmmistifrjcffi ■■ mm&mm9 9/6 5 4 4 9t/^7^ h 

M 5 1 9 : 5 19 (D\Y&m<Dm:ik 

»3fi«fe^flajft§tL7tS:ifR : H^PS^9 9/6 5 4 4 9^7^h 
M 5 2 0 : tf^=H^#^§-5 2 0 <Dfc&®9<Dmk 
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mT&fetimm&frlfcJCffll- SB£^W§^9 9/6 5 4 4 9f^7W? b 
M5 2 1 : 5 2 1 (D^mcoM^. 

S^^faic^tLfc^Cm : S^£!fl|g9 9/6 5 4 4 9 >"7 V y b 
M 5 2 2 : ^^#/#^-5 2 2 (D^^COMit 

M 5 2 3 : \\&m^c% 5 2 3 (D^m^Wik 

M 5 2 4 : i^m^^ 5 2 4 (D^^^KD^jt 

MtLt, 5-^oof!)f/^ SLt> 4 4-T^/ l^'7x^;^^V^•C^l 6 
: 5 2 . 4 % 

1 H — NMR (DMSO-d 6 ) : 8 7. 03 (1 H, d, J = 8. 7Hz), 7. 
33-7. 38 (1 H, m), 7. 44-7. 51 (3H, m), 7. 67-7. 
72 (4H, m), 7. 82 ( 2 H, d, J = 8. 7Hz), 7. 98 ( 1 H, d, 
J=2. 4Hz), 10. 49 (1H, s), 11. 84 ( 1 H, s). 

M 5 2 5 : \^m^r%- 5 2 5 (D^m^M^ 

5 -^;V7tt V ^V^Bfe (2 1 8m g, 1 mm o 1 k 3, 5 - « ( MJ 
p^f/P) T^DV (2 2 9mg, lmmo 1), HlftUV (8 8fiL, 1mm 
o 1), t;H>-^^vy (5mL) oom&m*: 3 0#»|^M^bfc o 

^^-/V=3 : 1) tiSLt, ^^^<^e^ia#: (2 9mg, 9. 2%) & 

X H — NMR (DMSO-d 6 ) : 5 7. 15 (1H, d, J = 8. 8Hz), 7. 
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65 (2H, s), 7. 73 ( 1 H, s), 7. 81 ( 1 H, s), 7. 82 (1H, 
dd, J = 8. 7, 2. 5Hz), 8. 23 ( 1 H, d, 3 = 2. 5Hz), 8. 
38 (2H, s), 10. 87 (1H, s), 11. 15 (1H, brs). 
M 5 2 6 : 5 2 6 ©£136 

T~y ^iv^l 6 fc|lI«©JRf^S:ffV\ aUB-fb^* 
i&s^ : 6 . 9 % 

1 H — NMR (CDC 1 3 ) : 5 7. 0 3 ( 1 H, dd, J = 8. 7, 0. 6H 
z), 7. 4 3-7. 4 8 (2H, m) , 7. 91 ( 1 H, d, J = 9. OHz), 
7. 96 (1H, s), 8. 42 ( 1 H, s), 8. 49 (1H, d, J = 8. 7 
Hz), 11. 2 6 (1 H, s ). 

095 2 7 : fl^4S>#^ 5 2 7 ©JBt 

T~y v&JBwcMi 6 fc|*I«0>iSfetfs;MTV\ »»fb£4l> «:#*£:. 
jfc^s : 6 4 . 6 % 

1 H — NMR (DMSO-d 6 ) : 5 7. 12 (1H, t, J = 8. 1Hz), 7. 
37 (1H, tt, J = 7. 5, 1. 5Hz), 7. 43-7. 48 (2H, m), 
7. 5 6-7. 6 0 (3H, m), 7. 91 ( 1 H, s), 8. 07, (1H, dd, 
J = 8. 1, 1. 5Hz), 8. 48 (2H, s), 11. 00 ( 1 H, s), 12. 
16 (1 H, s ). 

095 2 8 : >fb^®l## 5 2 8 ©fc<&4&©J»3S 

IStLt, 4-7;v3rn-WF;vM, RXf3, 5-tf* ( h !) :7/vtf-tr ^ =F/V) 
J&S^ : 6 5 . 7 % 

1 H — NMR (DM SO— d 6 ) : 5 6. 81-6. 90 ( 2 H, m), 7. 84 
(1H, s,), 7. 9 3 -7. 9 8 ( 1 H, m,), 8. 45 ( 2 H, s,), 10. 
7 8 (1 H, s ), 11. 8 1 (1 H, s ,). 
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M 5 2 9 : >f 5 2 9 <Dfc&%l<DW£ 

Mi&Vfz.M4 7 HZ&^X, fl^<&##4 7 1 ©Mit©?I^MLt# 
/c 0 

i&sjs : 9 . 4 % 

1 H — NMR (CD 3 OD) : S 2. 16 (3H, s), 2. 34 (3H, s), 

6. 69 (1H, d, J = 8. 2Hz), 6. 76 ( 1 H, brs) 6. 95 (1 
H, d, J = 8. 8Hz), 7. 02 ( 1 H, d, J = 8. OHz), 7. 15 (1 
H, d, J = 8. 2Hz), 7. 29 ( 1 H, d, J = 8. 2Hz), 7. 37 (1 
H, dd, J = 8. 8, 2. 6Hz), 7. 97 ( 1 H, d, J = 2. 6Hz), 

7. 9 8 (1 H, s). 

15 3 0 : fl^fe#-5§- 5 3 0 <Dft&m<DWk 
: 7 5 . 2 % 

1 H — NMR (DMS 0-d 6 ):5 7. 13 (1H, d, J=8. 8Hz), 7. 
54 (1H, d d, J=8. 8, 2. 6Hz), 7. 94 ( 1 H, dd, J=8. 
4, 1. 6Hz), 7. 95 (1H, d, J = 2. 6Hz), 8. 15 ( 1 H, t, 
J = l. 5Hz), 8. 75 (1H, d, J = 8. 8Hz), 11. 25 ( 1 H, 
s ), 12. 45 (1H, s ). 

m 5 3 1 : w^&m^t^ 531 (D\^m<Dmm. 

mPttVX, 5 & o-^y S.1^4- [2-75 7-4- ( F U 

p^f^) y^/drv] -<^y~ h y/^^^v^-cMi 6 tmm^m^^n^, m 

: 1 1 . 6 % 

X H-NMR (CD 3 OD) : 6 6. 8 8 (1 H, d, J = 8. 6Hz), 7. 1 
9 (2H, d, J = 8. 9Hz), 7. 24 ( 1 H, d, J = 8. 6Hz), 7. 
33 (1H, dd, J=8. 8, 2. 8Hz), 7. 46 ( 1 H, dd, J = 8. 
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9, 1. 9Hz), 7. 76 (2H, d, J=8. 9Hz), 7. 98 ( 1 H, d, 
J = 2. 7H z), 8. 9 6 (1 H, s). 

M5 3 2 : ffc;-£^##5 3 2 ©fl^4fc©jSl3S 

JDStU, 5-^PPt!)«, 7-4- (4-n^>7x 

S&m : 8 8 . 1 % 

1 H — NMR (CDC 1 3 ) : S 3. 85 (3H, s) 6. 81 (1H, d, J 
= 8. 5Hz), 6. 9 7- 7. 0 2 (3H, m), 7. 08 (2H, d, J = 8. 
8Hz), 7. 30 (1H, m), 7. 40 ( 1 H, dd, J = 8. 8, 1. 9H 
z), 7. 45 (1H, d, J = 2. 2Hz), 8. 70 ( 1 H, s), 8. 78 (1 
H, d, J=l. 6Hz), 11. 76 (1H, s). 

m 5 3 3 : 3 3 <Dft&m<om& 

jfc^a : 4 7 . 8 % 

X H — NMR (CD 3 OD) : 5 7. 00-7. 06 (2H, m), 7. 48 (1 
H, dt, J = l. 5, 7. 5Hz), 7. 74 ( 1 H, d, J = 8. 4Hz), 
8. 01-8. 08 (2H, m), 8. 79 (1H, s), 11. 09 (1H, s), 
12. 0 3 ( 1 H, s). 

m 5 3 4 : 5 3 4 ©^-^»©«3fi 

(1) 2-T^y — 4- (2, 4-^no7x^;V) f7^-/V 
JSSiLX, 2' , 4' -^^ n o 7t f 7x / y v 1 7 1^7^l/>ti 

3 9 5 (1) £I^O^£?TV\ gfflft#»*#fc, 
: 97. 1 % 

X H — NMR (CDC1 3 ):5 5. 01 ( 2 H, s ), 7. 09 ( 1 H, s), 
7. 28 (1H, d d, J = 8. 4, 2. 1Hz), 7. 45 ( 1 H, d, J = 2. 
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1Hz), 7. 82 (1H, d, J = 8. 4Hz). 

(2) 5-^nn-2-t Fn^y-N- [4- (2, 4-^^nn7x=;V) 
fT/^/V- 2— f/Kl -<yX7^ K (ik&m^ 5 3 4) 

ISiL.T, S:t>* 2 -T - 4 - (2, 4-^120 

7x=/V) f7y-;«V>til 6 £H313S<£>$fef1s<MTV\ t!M^^I^#/to 
l&SjS : 8 . 0 % 

1 H — NMR (DMSO-d 6 ) : 5 7. 08 (1H, d, J = 8. 7Hz), 7. 
5 0- 7. 5 5 (2H, m), 7. 7 2-7. 7 6 ( 2 H, m), 7. 91 ( 1 H, 
d, J = 8. 4Hz), 7. 95 (1H, d, J = 2. 4Hz), 11. 87 (1 

H, brs), 12. 09 ( 1 H, brs). 

M 5 3 5 : {fcl=^#-S§-5 3 5 (DW&m^Wfk 

jk^lt, 3-^r y^utvuM;^^^ ^u?3, 5-trx ( m; y/i^ny 

mm =99. 2 % 

1 H — NMR (CDClg) : S 1. 26 (6H, d, J = 6. 9Hz), 3. 4 
4 (1H, Hept, J = 6. 9Hz), 6. 92 (1H, t, J = 7. 8Hz), 
7. 38 (1H, dd, J = 8. 1, 1. 2Hz), 7. 44 ( 1 H, d, J = 7. 
5Hz), 7. 69 (1H, s), 8. 13 (3H, s), 11. 88 ( 1 H, s). 

M 5 3 6 : ^^#-^-5 3 6 (Dty^m^Wit 

N- [3, 5-tf^ (MJ7;vto^f^) - 2 - t: Kn^ri/- 3 - 

«f y^n tV^^XT^ K (^-^^#-^-5 35;100mg, 0. 2 6mm o 1 ) 

<Dmmt%m (5mu mm\^ T^^^m^r, (14. 4^l, 0. 

2 8mmol) W» (1. 7mg, 0. 0 3mmo 1) ^iOi, S?fi^2^ 

^n-^^^ymm^^X^VXMM^<^)(D^mi^(l l Omg, 9 

I. 5%) £#fc 0 
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1 H — NMR (CDC1 3 ):5 1. 2 5 (6H, d, J = 6. 9Hz), 3. 3 
9 (1H, Hept, J = 6. 9Hz), 7. 49-7. 51 ( 2 H, m) , 7. 
71 (1H, brs), 8. 11-8. 14 (3H, m) , 11. 81 ( 1 H, b 
r s ) . 

^t|5 3 7 : ^-^#-$1- 5 3 7 <D\Y&ty>i<DW& 

N _ [ 3> ( mj y;vJru *?-;v) ~7 ^~?V\ -2-tKo^>-3- 

^f;^yX7^ K (ft^#t3 2 8 ; 1 5 Omg, 0. 4 lmmo 1) 
^/-/V/7k (3 : 1) m&WWt (5mL) i£ N N-/a*3A^^ ^ K (8 
8. 2m g, 0. 5 0mmol) ttt, 1 0 #ft19M$Ufc 0 KJft$B£** 

tifc»vy*W7^^p-7 (n— ^f-v •• mt^^= 

5:1) x*mm it, ( 1 6 7 m g , 91. 5 %) &#fc„ 

1 H — NMR (CDC 1 3 ):6 2. 2 8 ( 3 H, s), 7. 47 (1H, s), 
7. 50 (1H, d, J = 2. 4Hz), 7. 71 (1H, s), 8. 08 ( 1 H, 
brs), 8. 13 (2H, s), 11. 71 (1H, s). 
m 5 3 8 : 5 3 8 <D\Y&*fo(Dm& 

(1) 1- (3-=fn7x^) -5-7^=^-3- (MJ7^to^f;V) 

4, 4, 4-f])7/l'tn-l-7x^-l I 3-7?^y (4 3 2. 3 
mg, 2mmo 1 K 3 -=ba7x^t K7^^£tt (3 7 9. 2 m g , 2 
mmo 1), $ti&@£ (0. 2mL), x.fiS—tV ( 8 mL) ©?M^2^n»I 

£tK, ^fn«7K^i#-U 7A«Lfc 0 *jfc«r«EES:feL 

XmbtlfeniM&^y *W9A^n-7 h^7-f- (n — : 
^=4 : l->3 : 1) T'iSLt, (6 3 1. 5m 

g , 9 4. 7 %) Sr#feo 
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1 H — NMR (CDC1 3 ):5 6. 80 (1 H, s), 7. 23-7. 2 6 (2 
H, m), 7. 3 5 -7. 45 (3H, m) , 7. 54 (1H, t, J = 8. 4H 
z), 7. 63 (1H, ddd, J=8. 1, 1. 8, 1. 2Hz), 8. 19- 
8 . 2 5 (2 H, m). 

(2) 1- (3-7^/7x^v) -5-7^/^-3- (MJ7;vtn^f;v) 

1- ( 3 --^7x^) -5-7^^/1^-3- (M)7^to^f^) 
y«— ;V (o. 5 9 g, 1 . 7 7mmo 1 ) N 5%s<"7 &fikM (0. 0 6 g) \ZL 
^m. (3mL) N zz-Z J— >V (2mL) &M?L, 7Ki!?#BI^CT, ^ST? 2 Btf^Tksff 

A^o^h^77-f- (n-^^^ : S»^^= 2 : 1) tilbt, 
ft^tOfi-fei* (4 9 1. lmg, 91. 4%) 3r#fc„ 

1 H— NMR (CDC l s ): 5 3. 7 8 ( 2 H, s), 6. 54 ( 1 H, ddd, 

J = 7. 8, 1. 8, 0. 6Hz), 6. 65 ( 1 H, ddd, J=8. 4, 2. 

4, 0. 9Hz), 6. 73-6. 75 (2H, m), 7. 07 (1H, t, J = 

8. 1Hz), 7. 2 4- 7. 3 6 (5H, m) . 
( 3 ) 5 _^ pn -2-tKn^-N- {3- [5-7x^-3- (bV? 

3 8) 

JgiRilt, (3-7U7x^) -5-7 

I&^E : 7 4 . 4 % 

1 H— NMR (CDC 1 3 ): 5 6. 7 7 ( 1 H, s), 6. 9 7-7. 0 3 (2 
H, m), 7. 2 7-7. 4 5 ( 8 H, m), 7. 65 ( 1 H, ddd, J = 8. 
4, 2. 1, 0. 9Hz), 7. 74 ( 1 H, t, J = 2. 1Hz), 7. 93 (1 
H, s), 11. 6 3 (1H, s). 
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M5 3 9 : 5 3 9 <Dft&to<OW& 

(1) 5- (t e r t-^/V) -1- (4--ho7x^) -3- (M)7 

DP^bT, 1, 1, l-hy7^o-5, 5-^^/V-2, 4— 

W4-^ hP7x=;Vt K7^&8fe&&ffl^T0!l5 3 8 (1) £ P 

iRSfS : 9 4 . 7 % 

1 H-NMR (CDC1 3 ):6 1. 23 (9H, s), 6. 51 (1H, s ), 
7. 62 (2H, d, J = 9. OHz), 8. 37 ( 2 H, d, J=9. OHz). 

(2) 1 - (4-7^/7x=;V) - 5- ( t e r t -~7*$->V) -3- (MJ7 

MtLt, 5- (t e r t-y^M -1- (4-^bP7x^) -3 - (b 
!)7;vtn^f^) fc°7^-;^iv^5 3 8 (2) £ |*I^<E>lftffs£:?TV\ ffi 

ifc^ : 9 8 . 9 % 

1 H-NMR (CDC 1 3 ) : 5 1. 20 (9H, s), 4. 00 (2H, br), 

6. 40 (1H, s), 6. 69 ( 2 H, d, J = 8. 7Hz), 7. 14 ( 2 H, 
d, J = 9 . OHz). 

(3) N- {4- [5- (tert - 3 - (hV ~7 >\>jrn * tf 
^;^_ 1 _^ ;l/ ] 7x -;V}- 5 -^nn-2-t Kodf^XT^ K Oft 

5 3 9) 

l^fcUT, 5-^pntyf;HI> wi- (5-7^;7x^) - 5- (t 

ert _-/^, V ) - 3 - (M)7;vtP^f/v) t 0 7yw^^v^-c^ 1 6 £IH 
i&Spl : 5 7 . 6 % 

1 H-NMR (CDCI3): 5 1. 23 (9H, s), 6. 47 (1H, s), 

7. 00 (1H, d, J = 9. OHz), 7. 4 0-7. 44 (3H, m) , 7. 
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57 (1H, d, J = 2. 4Hz), 7. 72 ( 2 H, d, J=8. 7Hz), 8. 
15 (1H, s), 11. 58 (1H, s ). 
W 5 4 0 : 5 4 0 <Dit^^0<DM^. 

N- [3, (MJ7;Vto^f;V) 7x^;V] -2-tKodfS/-3- 

7x=;^yXT^ K ab^4fe##5 2 7) £rJ^TM5 3 7 i PI«©|ftf^S:ff 

Um : 6 7 . 5 % 

1 H — NMR (DM SO— d 6 ) : 5 7. 36-7. 50 (3 H, m), 7. 55 
-7. 59 (2H, m), 7. 71 ( 1 H, d, J = 2. 1Hz), 7. 93 (1 

H, b r s), 8. 28 (1H, d, J = 2. 1Hz), 8. 45 ( 2 H, s), 1 

I. 06 (1H, brs), 12. 16 ( 1 H, brs). 
m 5 4 1 : fc&W&& 5 4 1 <DQ&m<D9m 

(1) 2 — T 5/-4- (3, 4-^nn7x^) f7^/V 

UTO*: Ut, 3' , 4' -^nnrtb7x;y > R^^-«7 vrSrffiv^t0J 
3 9 5 (1) £ pafltolfcfeSrlTVV M^^J^#7t 0 

jR$S : 7 7 . 8 % 

1 H— NMR (DMSO-d 6 ) : 5 7. 17 (2 H, s), 7. 2 4 (1H, s), 
7. 62 (1H, d, J = 8. 4Hz), 7. 78 ( 1 H, dd, J = 8. 7, 2. 
7Hz), 8. 22 (1H, d, J = 2. 4Hz). 

(2) 5-^PP-2-kKn^7-N- [4- (3, 4 - v 5 ^ n n 7 « n/v) 
f77-;v-2-^;v] ^yX7-; K tfb-&«j##5 4 l) 

gift^Lt, 5-^nnt!)«, 2 -T ^ / - 4 - (3, 4-^nn 
iR^ : 1 5 . 1 % 

*H-NMR (DMSO-d 6 ) : 6 7. 08 (1 H, d, J=8. 7Hz),' 7. 
52 (1H, dd, J=8. 7, 2. 7Hz), 7. 71 ( 1 H, d, J = 8. 4 
Hz), 7. 91 (1H, d, J = l. 8Hz), 7. 94 ( 1 H, s), 8. 18 
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(1H, d, J = l. 5Hz), 12. 09 (2H, bs). 
M 5 4 2 : ffr^Hfe#-§-5 4 2 tfMb-^#J<OBBt 

(1) 2-T^y-4- [4- (Mi7/Ptn^f;» /V] J-T^—fr 
WMt It, 4' - (M)7;vtn^f;v) 7tf7x/y, Mft7^7l: 
1V^«3 9 5 (1) 4:PI«<Dtfef^SrfTV\ atWfc^Srffi'^io 

Jfc4* : 7 7 . 5 % 

1 H — NMR (DMSO-d 6 ) : 5 7 . 1 8 ( 2 H, s), 7. 26 (1H, s), 
7. 72 (2H, d, J = 8. 4Hz), 8. 00 ( 2 H, d, J=8. 1Hz). 

(2) 5-^Pn-2-tKn^-N- {4- [4- (MJ7^tn^f;l/) 

:7^/v-] f7y*-/w 2 — f/W ^yX7^ K (MSf 5 4 2) 

J^-^Ur, 5-^ont!If/H, ;&U*2-T^ 7-4- [4- ( h !) 
o^f;v) ^^^/^] fr^^lv^Ml 6 £EI#0>!JiMfs«rfTV\ IMte-^ 

: 1 6 . 0 % 

1 H — NMR (DMS O - d 6 ) : 5 7. 09 (1 H, d, J = 9. 0Hz), 7. 
53 (1H, dd, J = 8. 7, 2. 7Hz), 7. 81 (2H, d, J=8. 4 
Hz), 7. 96 (1H, d, J = 2. 4Hz), 7. 98 ( 1 H, s), 8. 16 

(2H, d, J = 8. lHz),-ll. 91 (1H, bs), 12. 13 ( 1 H, 
b s). 

^5 4 3 : 5 4 3 <Dfc&m<r>W& 

(1) 2-Tirbdr^-N- {4- [3, 5 - If * (Mi7;^n^f^) tf9 
y—yV— 1 — f/V] 7^=./^} - 5 — 9 o o^yX7^ K 

Jm^^UT, 2-T*fe h^iX- 1 - (4-7U7x 

=-;V) -3, 5-tf* ( hV -7?VJrn*=f-;V) JV^m^XW 2 4 £ |H« 

: 7 7 . 8 % 

1 H— NMR (CDC1 3 ) : 5 2. 36 (3H, s), 7. 78 (1H, s), 
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7. 14 (1H, d, J = 8. 7Hz), 7. 48-7. 51 ( 3 H, m), 7. 
77 (2H, d, J = 9. 0Hz), 7. 83 ( 1 H, d, J = 2. 7Hz), 8. 
2 5 (1H, s). 

[1- (4— T ^ J -7 ^~/V) -3, 5 - tf* (MJ7/l'tP^f;l') 
/V : fi?-Y — rJvl' • ^~^ s • 7* ir^f • *T ^ ^ h V *~ (Journal of Medicinal 

Chemistry)j, 2 0 0 0^, l4 3|, |16^ p. 2 9 7 5- 2 9 8 1#I] 

(2) N- {4- [3, 5-tfX ( h y 7;VJruJ.^;V) fc°^y-/V-l — f/V] 
:7rcn/W - 2- t Kndf-^^XT^ K (»#^5 4 3) 

IK^t LT^ 2— T*fc h=3rS/-N- {4- [3, 5 - If* ( h V 7 >V-3m * *?-;v) 
f^y— ;V-1 — i;V\ 7^~;V) K&JlVvC0!l2 (2) 

S&m : 7 3 . 1 % 

1 H — NMR (DMSO-d 6 ): 5 7. 04 ( 1 H, d, J = 8. 7Hz), 7. 
48 (1H, dd, J = 8. 7, 2. 7Hz), 7. 63 ( 2 H, d, J=8. 7 
Hz), 7. 84 (1H, s), 7. 89 ( 1 H, d, J = 3. 0Hz), 7. 94 
(2H, d, J = 9. OHz), 10. 65 ( 1 H, s), 11. 58 ( 1 H, s). 

W 5 4 4 : >ffc£^## 5 4 4 <7Mb^<£>$SB£ 

(1) 3, 5 -If* (MJ7/Vtn^f/V) -1- (3 -~ b P7x^/V) 
/V 

^4aifcSSSrffiV^«(5 3 8 (1) irIH#^f^^rffV\ ^ffl^^«r#fc„ 
Jj» : 9 4 . 0 % 

1 H— NMR (CDC1 3 ) : fi 7. 16 (1H, s), 7. 77 (1H, dd, 
J = 8. 7, 8. 1Hz), 7. 88-7. 91 (1H, m), 8. 42-8. 4 
5 (2H, m). 

(2) 1- (3-7577x -3, 5 - tf ^ (MJ7;vto^f;v) fcf7 
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WMbl^X^ 3, (MJ7;vtn^f;v) -1- (3-=bo7 3 :=;v) 

t'7y-W^|5 3 8 (2) tmSk(0%^ff\\ Wmfc&yo&^fz.o 
flZ^ : 7 3 . 1 % 

1 H— NMR (CDC1 3 ):6 3. 89 (2H, s), 6. 77-6. 87 (3 
H, m), 7. 04 (1H, s), 7. 26 ( 1 H, t, J = 8. 7Hz). 
(3) 2-Tirb^r^-N- {3 - [3, 5 - If* (h!)7Mn^f;V) 
/V- 1 — f/V] 7x=;H - 5-^nP^yX75K 
jfON-^ bT, 2 -T*fe h^rV- 5 pp^I#S n Rt^l- (3-7U7x 

~tv) -3, 5-tf* (M)7/^o^f;v) t°7/-;v^v^i2 4 £ 

: 8 4 . 4 % 

1 H — NMR (CDC1 3 ):5 2. 33 (3 H, s), 7. 09 (1H, s), 
7. 11 (1H, d, J = 9. 0Hz), 7. 30 ( 1 H, d, J = 7. 8Hz), 

7. 4 5- 7. 5 2 (2H, m), 7. 67 ( 1 H, d, J = 8. 4Hz), 7. 
78 (1H, d, J = 2. 4Hz), 7. 95 ( 1 H, s), 8. 29 ( 1 H, s). 

( 4 ) N- { 3 - [ 3 , 5 - fcT * (by ? *f~;V) If 7 *S—A>- 1 /V] 

:7^~/V} - 5-^on-2-tKP^^yX7^ K (f^Wf5 4 4) 
I§0fB|-£ UT\ 2-7tfdri/-N- {3- [3, 5 - If * (F!)7;Vtn^f;V) 
if^y'—zv- l :7^~/W - K*ffiV^2 (2) 

Jfc^ : 6 9 . 9 % 

1 H — NMR (CDC 1 3 ) • 5 7. 01 ( 1 H, d, J = 8. 7Hz), 7. 1 
0 (1H, s), 7. 3 4- 7. 3 7 ( 1 H, m), 7. 42 (1H, dd, J = 

8. 7, 2. 4Hz), 7. 50 ( 1 H, d, J = 2. 4Hz), 7. 56 ( 1 H, 
t, J = 8. 1Hz), 7. 6 9- 7. 7 3 ( 1 H, m) , 7. 9 5-7. 9 8 (2 
H, m), 11. 5 7 ( 1 H, s ). 

M 5 4 5 : 5 4 5 ©fb^ ©843ft 
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(1) 2-* F^-4-7i^Ifi^f;v 

— 2 — ^ b ^ v^S#@^ (904mg, 4. 5 mm o 1 K 7 
n ( 5 0 0 m g , 4 . 1 mm o 1 K BiWi^^ V ^ ( 2 . 7 g , 8 . 2 
mmo 1) CON, N-^^MMT? K (1 5mL) 7V^=^#IS 
p n ^ (f!J7x^/V^7^y) ^7i/7^ (2 9mg, 0. 0 
4mmol)eP^12 0°C^ 8 NF»#tfco RJ&m&Vo 

•7f^77^- (n-— =3r^>- : St^^= 1 0 : 1) lllft^ 
®KD&Sfe$ftitfc<& (4 1 Omg, 4 1. 2%) £#fc 0 

1 H— NMR (CDC 1 3 ) : 5 3. 91 (3H, s), 3. 98 (3H, s), 
7. 17 (1H, d, J = l. 5Hz), 7. 20 ( 1 H, dd, J = 8. 1, 1. 
5Hz), 7. 31-7. 50 ( 3 H, m), 7. 59-7. 63 ( 2 H, m), 7. 
89 (1H, d, J = 8. 1Hz). 

(2) 2-t h^V-4-7xs;vgEfi 

2-^ h^y-4-7x=.;vSI#S^f/V (4 1 Omg, 1. 6 9mmol) 

©^7^;K5mD mmz-2WLfe7mtik~r v v v^kmm (5mD ^px.. 

( 3 7 1 m g , 9 6. 0 %) £r#fc 0 
1 H— NMR (DMSO-d 6 ) : 5 3. 9 3 (3 H, s), 7. 29 (1H, d 
d, J=8. 1, 1. 5Hz), 7. 34 (1H, d, J = l. 5Hz), 7. 4 
0-7. 5 3 (3H, m), 7. 7 3- 7. 7 7 ( 3 H, m), 12. 6 0 ( 1 H, 
s). 

(3) N- [3, 5-fcr* (MJ7;Vtn^f;V) :7^~/V] -2-^ h^rV- 
4-7x^^X7 5 K 

WMtVX^ 2-^^>-4-7x=/VgIf^ W3, 5 -If* (by 7 
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S&m : 9 7 . 5 % 

1 H— NMR (CDC1 3 ):5 4. 19 (3H, s), 7. 25 (1H, m), 
7. 3 8- 7. 5 3 (4H, m) , 7. 6 2-7. 6 5 (3H, m), 8. 12 (2 
H, s), 8. 35 (1H, d, J = 8. 1Hz), 10. 15 ( 1 H, brs). 

(4) N- [3, 5 -If* (MJ7;^n^f;V) - 
-4-7x^KyX7^ K 4 5) 

N- [3, 5 -If* ( h y ^/Ktf-n^^vV) -2-^h^V-4-7 
i=;KyX7^ K (lOOmg, 0. 2 4 mm o 1 ) GOv^nn^^ (5m 
L) »1MH»7*-^pp^« (0. 71mL, 0. 71m 
mo 1 ) mWT* 1 H#ra9H$ Lfco 

tLfc^^^rv^P n-x' h^^^^f— (n — ^f-^ : mW.^^= 

5:1) TltMbT, (6 9. 3m g, 7 1. 6%) 

1 H — NMR (DMSO-d 6 ) : 5 7.2 0 ( 1 H, dd, J = 8. 4. 1. 
8Hz), 7. 30 (1H, d, J = l. 8Hz), 7. 39-7. 51 ( 3 H, 
m), 7. 6 0- 7. 6 4 (3H, m), 7. 70 ( 1 H, brs), 8. 15 (2 
H, s), 8. 19 (1H, brs), 11. 59 ( 1 H, s). 

m 5 4 6 : 5 4 6 (Djh^^XDM^ 

(1) 2-7^7-4- (2, 5-v?7;Vtn7x=;V) f7/-^ 
Mitt, 2' , 5' -i?7/l'tia7tf7x;y, ^U^^ VT Vvr 

M395 (i) tmn<z>Wift&fti<\ mm^m^mtio 

: 7 7 . 8 % 

1 H — NMR (DMSO-d 6 ): 5 7. 4 5 ( 1 H, d, J = 2. 7Hz), 7. 
11-7. 17 (1H, m), 7. 19 ( 2 H, s), 7. 2 8 - 7. 3 6 ( 1 H, 
m), 7. 6 5-7. 71 (1 H, m). 
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(2) 5-^PP-2-t Kp^>-N- [4- (2, 5-i?7^tP7ss^) 
f7^/V- 2 --T^] ^X7 ^ K (^^## 5 4 6) 

Mi Lt, (2, 5 -v>:77W 

: 3 6 . 5 % 

1 H — NMR (DMSO-d 6 ) : 5 7. 09 (1 H, d, J = 8. 7Hz), 7. 
2 2- 7. 3 0 (1 H, m), 7. 37 ( 1 H, m) , 7. 53 (1H, dd, J 
= 8. 7, 3. 0Hz), 7. 72 ( 1 H, d, J = 2. 4Hz), 7. 77-7. 
84 (1H, m), 7. 94 (1H, d, J=3. 0Hz), 11. 89 ( 1 H, 
bs), 12. 12 (1H, bs). 
m 5 4 7 : 5 4 7 <Dft&m<OWk 

(1) 2-T*fe h^-4-^OPS!?&§» 

mat, mm.M, Rx^m^Mm^m^xm3 4 (d 

: 8 8 . 1 % 

X H — NMR (DMSO-d 6 ) : 6 2. 2 5 (3H, s), 7. 42 (1H, d, 
J = l. 8Hz), 7. 48 (1H, dd, J = 8. 4, 2. 4Hz), 7. 94 
(1H, d, J = 8. 1Hz), 13. 31 (1H, s). 

(2) 2-T± h^riy-N- {4- [3, 5 - If X (h !J 7;^P^f ^) 1*9 
/V-l — Y/V] :7jn~/W -4-^pp^/X7U* 

SSiU, 2-7irbar^-4-^PP^im JtVl- (4-7^7x 
=./l0 -3, 5-tf;* (MJ7;vtn^f/v) lf7/-^SrlV^J2 4 
©Jfef£*rfrV\ S&ffc^&W*:, 
: 7 4 . 0 % 

1 H — NMR (CDC 1 3 ) *• 5 2. 37 (3H, s), 7. 08 ( 1 H, s), 
7. 23 (1H, d, J = l. 8Hz), 7. 37 ( 1 H, dd, J = 8. 1, 2. 
1Hz), 7. 50 (2H, d, J = 8. 7Hz), 7. 77 ( 2 H, d, J = 8. 

390 



WO 03/103665 



PCT/JP03/07120 



7Hz), 7. 82 (1H, d, J = 8. 1Hz), 8. 23 ( 1 H, s). 

(3) N- {4- [3, (MJy/l'tn^f^) fc°^ y*— JV- 1 — >f /V] 

y^=^M -4-^nn-2-tKo^yX75 K (ft^#f5 4 7) 
MHT, {4 - [3, 5 -If* (MJ7;^o^f;>) 

tr^vrw-^v-! — f/v] ^^-/i/} K«rJBvr0ll2 (2) 

: 5 6 . 6 % 

X H — NMR (DMSO-d 6 ) : 5 7. 03-7. 06 ( 2 H, m) , 7. 61 
(2H, d, J=8. 7Hz), 7. 81 ( 1 H, s), 7. 8 9-7. 9 5 (3 
H, m), 10. 62 (1H, s), 11. 82 ( 1 H, s). 

m 5 4 8 : 5 4 8 <D^m<DM^ 

(1) 1- (4 -~ hn7x^;l/) -5-7^^/^-3- ( h y 7;Vi-n ^ ^VV) 

JJSJPf-i'bT. 4, 4, 4-M)7/Vtn-l-7i^-l, 3-^^^^ 
^4 - = b P 7x=;Vt K7 ^ytHt^fflV^tM 5 3 8 (l) t |nl«l©Jfef£ 

: 9 5 . 2 % 

1 H — NMR (CDC1 3 ): 5 6. 80 (1H, s), 7. 22-7. 26 (2 
H, m), 7. 3 7- 7. 4 5 (3H, m) , 7. 51 (2H, d, J = 9. 3H 
z), 8. 2 2 (2H, d, J = 9. OH z). 

(2) 1- ( 4 — T ^ 7 7x-;V) - 5 - 7 m ^/V- 3 - (MJ /V) 

gfii Lt, 1- (4-~ M^^-A-) -5-7x^-3- ( b V 7 >V$rv 
t'7/-;HrlV^J5 3 8 (2) t m^kCDWift&frW flMMb^fl&S: 

jR^i : 7 3 . 0 % 

1 H — NMR (CDCI3): 5 3. 80 (2H, s), 6. 62 (2H, d, J 
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= 8. 7Hz), 6. 72 (1H, s), 7. 08 (2H, d, J = 8. 7Hz), 

7. 2 2- 7. 2 6 (2H, m) , 7. 3 0- 7. 3 3 ( 3 H, m). 

(3) 5-^oo-2-tKP^-N- {4- [5-7^— As- 3- (h!)7 
^tn^f/i') t 0 7/- ^- 1 — -7^~;v} ^yXT^ K (^-^^##5 
4 8) 

Mi tt, &T*i- (4-T^y^^=/v) -5-7 

Jfc^S : 7 3 . 2 % 

1 H— NMR (CDC 1 3 ): 5 7. 0 2 ( 1 H, d, J = 8. 7Hz), 7. 2 
1 (1H, s), 7. 3 0-7. 4 2 ( 7 H, m) , 7. 47 ( 1 H, dd, J = 

8. 7, 2. 7Hz), 7. 79 ( 2 H, d, J=8. 7Hz), 7. 89 ( 1 H, 
d, J = 2. 7Hz), 10. 56 (1H, s), 11. 61 ( 1 H, s). 

m 5 4 9 : fb^#-5§- 5 4 9 O^ttOjKfi 

(1) 2 -75 7 - 4 - (4-^^7x=;V) f7/w> 
ra-tUT, 4' b^^7*b7xVy, St;f^7^7^V^j3 9 5 

(1) fcPI«©tftf^S:ffV\ «H^*Sr#^io 
JfcJ£ : 8 5 . 2 % 

1 H— NMR (DMSO-d 6 ):6 3. 76 (3H, s), 6. 82 ( 1 H, s), 
6. 92 (2H, d, J = 9. 0Hz), 7. 01 (2H, s), 7. 72 (2H, 
d, J =8. 7H z). 

(2) 5-^PP-2-t Kn^V-N- [4- (4— ^ h^^^^^/V) 
7V-2 f/V] ^XT$ K 0ffr&«J##5 4 9) 

~/v) f 7y*-;H:iv^0!i 6 iHi©i^v\ tUHte-^^fco 

iR^ :16. 4 % 

1 H — NMR (DMSO-d 6 ): 5 3. 8 0 (3 H, s), 7. 01 (2H, d, 
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J = 9. 0Hz), 7. 07 (1H, d, J = 8. 7 Hz), 7. 50-7. 55 
(2H, m), 7. 86 (2H, d, J = 9. 0Hz), 7. 96 (1H, d, J 
= 2. 7Hz), 11. 90 (1H, bs), 12. 04 ( 1 H, bs). 
W 5 5 0 : 5 5 0 <D^^}COMlt 

(1) 2 -T 5: 7-4- [3- (M)7^tn^f/V) f7/-;V 
Jg^iLt, 3' - (MJ7;vtn^f;v) 7tF7x/y, Mft!>i/7S: 
1V^J3 9 5 (1) fcK«©»tfs«rfrV\ SUHfl^toSrftfco 

: 94. 1 % 

1 H — NMR (DMSO-d 6 ):5 7. 19 (2H, s), 7. 27 (1H, s), 
7. 61 (2H, dd, J = 3. 9, 1. 5Hz), 8. 07-8. 13 ( 2 H, 
m) . 

(2) 5-^PP-2-tKP^-N- {4- [3- (MJ7;^n^f;l/) 
y^^/vl f7^-2-^;H ^yX7^ K Ofb^#-£- 5 5 0) 

Mitt, 5-^nnf!)«, S.t^2-T^/-4- [3- (MJ7/Vt 
: 31. 0 % 

1 H — NMR (DMSO-d 6 ): 6 7. 13 (1H, d, J = 8. 7Hz), 7. 
53 (1H, dd, J = 9. 0, 2. 7Hz), 7. 70 ( 1 H, d, J = 2. 4 
Hz), 7. 71 (1H, d, J = l. 2Hz), 7. 95 ( 1 H, d, J=2. 
7 Hz), 8. 00 (1H, s), 8. 24-8. 27 (2H, m), 12. 16 (2 
H, b s ). 

m 5 5 1 : te-^#-5§-5 5 1 ©^#«J©»afi 
(1) 2-T^7-4- (2, 3, 4, 5, 6 — *<ls9 TTVl^n 7 a ~/V) 

Mibt, 2', 3', 4', 5', 6' -^y^7;Vtn7*b7x/y s 
RVft^V7ftlV^W3 9 5 (1) tn&<0&ft%^\Wffi\&to*&fc.o 
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i&2£ : 8 6 . 7 % 

1 H— NMR (CDC1 3 ) : 5 5. 19 (2H, s), 6. 83 (1H, s). 

(2) 5-^nn-2-tKn^-N- [4- (2, 3, 4, 5, 6—*<Zs& 
7^07x^1 ^7/^-2-^^] ^X7^ K Offc-£^## 5 5 1) 
5 nnify ^/His S.1^2 -T^ 7 -4 - (2, 3, 4, 5, 
6-^y^7;Vtn7x=;V) f 7/ — /l^ffi V^T^lJ 1 6 £ |ig#OMs<HTV\ 

HX^S : 2 3 . 8 % 

1 H— NMR (DMSO-d 6 ): 5 7. 0 8 ( 1 H, d, J = 8. 7Hz), 7. 
53 (1H, dd, J=8. 7, 2. 7Hz), 7. 73 ( 1 H, s), 7. 93 

(1H, d, J = 2. 7Hz), 11. 85 (1H, bs), 12. 15 ( 1 H, 
b s). 

m 5 5 2 : ^^#-^-5 5 2 <D^^CD®Bi 

2 - t Kndr->-N- [2, 5 — tr* ( MJ 7;Vtn^f ;V) :7m~/V] ^<^X 
7$K OffrS^#-§- 5 3 3 ; 175mg, 0. 5 mm o 1 ) 0EIfl5^^ ( 5 m 
L)^ft(3mg, 0. 0 5 mm o 1 h ^ijt ( 1 2 9 u 1 , 2. 5 mm o 

1) 5 o°c-ei 2 0#r B m#bfc o sjsm^s:^m*t?^*p^x is^pfi 

U*C#e>*l/^«lftSr->y ioffr'ft'y n-v* }>^7.f- (n -^i/ : StBfe 

m^^= 2 : 1) T?^b-C,^Jffl^^^e-fe^* (18 4. 2mg, 7 2. 7%) 

1 H — NMR (DMSO-d 6 ) : S 7. 92-7. 98 (1 H, m), 8. 06 
(1H, d, J = 2. 1Hz), 8. 09 (1H, d, J = 8. 4Hz), 8. 2 

2 (1H, d, J = 2. 1Hz), 8. 2 7-8. 3 2 ( 1 H, m), 11. 31 
(1H, s). 

M 5 5 3 : 5 5 3 (D^m^W^. 

mMtVX, 2, 3-i?t Kn^^yXT/Vrt 1^3- [3, 5 - fc** 
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( h V -7;V7fv * =f->V) ^y^] f-T *S V 2 , 4 - ^ V (M 3 1 9 ( 1 ) 

<D4£&fa) *fflV^W3 19 (2) kW&itoWfe&ft^s S«fl5^**#^o 
iR^ : 8 8 . 5 % 

X H-NMR (DMSO-d 6 ) : 5 5. 0 2 (2H, s), 6. 88 (1H, d, 
J = 7. 8Hz), 7. 0 0-7. 0 4 ( 2 H, m) , 7. 79 ( 1 H, s), 8. 
03 (2H, s), 8. 07 (1H, s), 9. 49 ( 1 H, s), 9. 91 ( 1 H, 
s). 

W 5 5 4 : 5 5 4 <Dfc&%d<DMl& 

5 — niJ-y f;V7;Vft K ( 1 5 7 mg , 1 mm olK 2 -75 / - 4 — t 
e r t — T 5;P7x= /V 7i-;V x-r;V(2 5 5mg, lmmolK^^ 
/-/V (2mL) ©S^fe^ia-ei 8B#ITO#bfc 0 ii^Ef*L-c#b 

rutcnu^^v jjffsvjj^j*? b^77^f- (n— *y-y • ^m.^^= 

100 : 1) fSilt, mmfc&%d<Z>&&mfc (5 7mg, 14. 4%) 

fc 0 

1 H— NMR (CDC 1 3 ) 5 0. 6 6 ( 3 H, t, J = 7. 5Hz), 1. 2 

6 (6H, s), 1. 61 (2H, q, J = 7. 5Hz), 6. 8 8-6. 9 4 (3 
H, m), 7. 04 (1H, dd, J = 8. 0, 1. 6 Hz), 7. 15-7. 3 
2 (7H, m), 8. 61 ( 1 H, s), 13. 20 ( 1 H, s). 

W 5 5 5 : >fb-S^## 5 5 5 tfMfr£<fe<£>$45t 

4-^nn-2- ({[2 -7x/ 5- (ter t-7 5/V) ^ 

5; / } ^ 5VV) 7 a. 7 — /V 5 5 4 ; 13mg, 0. 0 3 mm o 1 h 

Tki^fb^ 171^-7- h y 7^ ( 1 • 2 mg, 0 . 0 3 mm o 1 K ^ ^/—/V ( 1 mL) 

*Wq^f^7>f- (n-^-^i?-^ : @^^^/V= 5 : 1) •CiSLT, 
«fite^©*fcfei&:lfc*l ( 1 3 m g , 10 0%) £#fc 0 

X H — NMR (CDC 1 3 ): 5 0. 69 (3H, t, J = 7. 6 Hz), 1. 2 
8 (6H, s), 1. 63 (2H, q, J = 7. 6Hz), 4. 41 ( 2 H, s), 
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6. 78 (1H, m), 6. 9 3 - 6. 8 3 ( 5 H, m), 7. 03 ( 1 H, m) , 

7. 1 5 (2H, m), 7. 2 8 (3H, m) . 

&mW 1 = SCF IL-3 plTtOV7 h fflB&mtefflMWIk 

NC/Nga -7>?X©tift^i-77 b« (10 5 cells/ml) 3: rmIL-3 (100U/mlh 

SCF (lOOng/ml) ^^^J#^*fc«^#^T^^^^jfiL^^r 7^ y 



— /V U-y K^-g-^T CD a -Modified Eagle' s Medium ^"Clt^U MJ^V^/V— 







mmm (x i o 5 /m i ) 


Ohr 


24hr 


48hr 


72hr 




0 


1.0 


1. 3 


1. 7 


2. 6 


5 0 


1 


1.0 


0. 86 


0. 84 


1. 16 


5 


1.0 


0. 7 


0. 52 


0. 22 
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3. □ ffl3fe©*SH W\ ^Sff*W«5lllT^oTPCT^llj6.4(a)cD^25:XTJ ? M3^:wm*fc 



1. □ ffiffiA^^^ia*pf3^ifcs^i-^r«rart«ft#ufc<DT\ roBMUEfHra, -r^x^m^m^m^ 



$ *hX V > fcffi 5 3fc©W *©$5H fco V > xfi& bfc„ 



□ mmm^m<r>mi t * lemwAa* e, mm %&x a* & o 7t 0 

□ ^PMS#Ms(.©lfl#<!:*fc(±lISA/5^^m*i:T^^a^ofc 0 



I^PCT/ISA/2 10 Oei-!— S?©«3I (1) ) (1 9 98^71) 



mwmmm-w pct/j po 3/0 7 1 20 



a. mmom-tzftmfDjm mmwn^m ci'po ) 

Int.Cl 7 C07C311/29, 309/88, 335/22, 311/21, 311/46, 317/40, 323/42, 

C07F7/08, C07C235/60, 251/86, 245/08, 235/84, 235/64, 235/66, 237/44, 
243/38, 251/48, 255/41, 255/57, 255/60, 275/34, 275/42 



b. m^fr^tcftm 

Int.Cl 7 C07C311/29, 309/88, 335/22, 311/21, 311/46, 317/40, 323/42, 

C07F7/08, C07C235/60, 251/86, 245/08, 235/84, 235/64, 235/66, 237/44, 
243/38, 251/48, 255/41, 255/57, 255/60, 275/34, 275/42 



nit<omm 1-23 (Dmm(Dmmm^(Dmm^xit^m-i, m^xixmm 

ffiM6&(Dmmz&^xmMmiZ.mWtftbfr, PCTMlf 5^©«*3V^M 

3B*fe$^fe^^ic3E<5V>-r^ ^S^^Am^fSfflF^i:\ 5fctfWf»flS^^Tofc 0 
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